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TI New fused thiazepine derivatives useful for treating diabetes, diabetic 
complications and obesity increase blood glucagon peptidase- 1 
concentrations . 
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NOVELTY - Fused thiazepine derivatives (I) are new. 

DETAILED DESCRIPTION - Fused thiazepine derivatives of formula (I) and their 
salts are new. 

Rl, R2 = H or 1-3C alkyl; 
R3 = H or A (excluding n-butyl); 
A = 1-6C alkyl; 
R4 = H, OH or 1-3C alkyl; 
R5 = Het or Cycl; 

Het = aromatic heterocyclyl comprising 1-3 rings each containing 5-6 members 
comprising 1-5 O, S or N and optionally substituted by Q; 

Cycl = aromatic carbocyclyl comprising 1-3 rings containing 7-15 C or 5-6 
members comprising 1-5 0, S or N (excluding Het) and optionally substituted by 
Ql; 

Q = N3, NH2 , CONH2 , OCONH2 , NHCONH2 f COOH, CN, S02NH2 , sulf o , N02 , halo, 
OH, CHO, NHCHO, 3-9C optionally unsaturated cyclic aliphatic group, Ara, NHAra, 
N(Ara)2, OAra, COAra, CONHAra, Ar, NHAr, N(Ar)2, OAr, S02Ar, OS02Ar, NArS02, 
NANArS02, CONAlNArS02 , COOANARS02 , S02NHAr, OS02NHAr, CONHAlS02NHAr , C0OASO2NAr, 
CONHAr, OAr, CON ( OAr ) A1NH ( OAr ) , COOANHAr, A2, OA2 , NHA2 , N(A2)2, NHA , NAA , CONHA1 , 
CON( Al ) 2 , CONHA3 , CON(A3)2, CONHA1NH2 , CONHAIOA, CONHA1COOA, CONHA1NHCOOA , 
COOANHCOOA, SA, S02NHA, S02NAA, SOA , S02A, OA, COOA, COO ANH2 , NHCyc , N(Cyc)2, 
OCyc, CONHCyc or CON(Cyc)2; 

Ql = 1-9C optionally unsaturated aliphatic hydrocarbyl, OA, SA, NHA, CONHA 
or CSNHA; 
Ara = aralkyl; 
Ar = aryl; 

Ai = 1-1-0G alkyl; 
A2 = 2-6C alkanoyl; 
A3 = 2-6C alkenyl; 
Cyc = 3-6C cycloalkyl; 
Ara = Het or Cyc2; 

Cyc2 = aromatic carbocyclyl comprising 1-3 rings containing 7-15 C or 5-6 
members comprising 1-5 0, S or N (excluding Het ) or a fused 2 or 3 ring heterocyclyl 
and optionally substituted by Ql; and n = 0-2. 
ACTIVITY - Antidiabetic; Anorectic. 
MECHANISM OF ACTION - Glucagon-Antagonist . 
Administration of (I; Ar = phenyl, Rl, R2, R4 =H, R3 = i-Pr, R5 = 4-OMe- 3-1 -phenyl , 
n = 2 ) to Wistar rats at 10 mg/kg orally significantly (p = less than 0.01) increased 
blood GLP-1 levels after 30 minutes. 

USE - Increase blood glucagon peptidase- 1 concentrations useful for treating 
and preventing diabetes, diabetic complications and obesity. Dwg.0/0 
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(57) Abstract: Compounds represented by the general formula 
[I]: [I] [wherein R 1 and R 2 are each hydrogen or C1.3 alkyl; R 3 
is hydrogen or Ci^ alkyl(except n-butyl); R 4 is hydrogen, hy- 
droxyl, or Cio alkyl; R 5 is a cyclic, saturated or unsaturated C 3 ^ 
aliphatic group, or a linear or branched, saturated or unsaturated 
C1.9 aliphatic group; Ar is a cyclic, saturated or unsaturated C3.9 
aliphatic group, or a linear or branched, saturated or unsaturated 
C1.9 aliphatic group; and n is an integer of 0 to 2]. The com- 
pounds exhibit an activity of bringing about a high blood GLP-1 
concentration and are therefore useful as diabetes remedies, pre- 
ventives for chronic complications of diabetes, antiobestics, and 
so on. 
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-*9-)\"*>&)V) tuw^-om, n-7i^*;ww;p«, N- (3 
-7x-;i/7 0 ntf;i/) ^wt^-ovs, n- (l-^^snoww j^w^-r 
15 n- (2-^7^;m^;w ts)vn^)vm, n- (a-*^ (1-3- 

N- (a-X^;i/ (2-7-7^) pWI/) AM^-fMI, N- (>*7xx;i/ 

A't^ n - 7 x*3^#;ww;i/g^aw£ b v>. 
n-7 y -)V7* j mtu, 75 y »fc±8B©7 y -;i^*mfebfc*$it5ic 

25 U Jl#tf) «N - 7 x X JU7 5 y N- (l-7-7^;l/) 75/g, 
N- (2-7-7^;i/) 75/gWW6n, ^TfeN-7xx;l/75yS^ 

N, N-v7y-;P757g<h«, 75ySfc±|3CD7y-;US*«-eSlbfc 
imi, ^#Wfc«mtfN. N-y7x^7^;S, N, N-v> (1- 
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i-yj-M 7^;m, n, N-z? (2-^-75 1 ;i/) 7^yg, n-7x~;|/-n 

- (l-±7^;i/) 7$y*> N-7x^-N- (2~i~y^)V) 7$y^> 
N— (l-^-75 1 ;i/) -N- (2-^79)V) 7Sya^£tf£tU *TfcN 
, N-y7x-JV75;l, N, N-i? (l-j-7^)V) N, 
5 (2-7-7^;!/) 75yS£jW£U>. 

7 U -^x^*-;!^ 7ji^~;i/g{;:±fB<z)7 u bfcSS 
10 ssfcu ^#:^nwy^.^7x^;px;^-;p^ r^^*;^-^^*^ 
tf^ft, 4 j Tt>7x-;i/x;i/*n;i/S^W^uvio 

7 u -)Vzfr*-)Vtti'& t rau x;^-;i/^^5/»fc±iB©7 u 
flHfcbfc*£*5lcU ^#WJc«^^«7xn;i/7s;p*-;p^-^i/^ 7"7^;v 

15 

n— 71) ~;i/7 ^ y g £ fct 7 ^ y *fc±iao 7 u 

n- (i-^7^;1/7n;1/^-;v) 75 yg, n- (2-^7^x;Mw;p 
) *T*>N-7x~;i/x;i/*-;i/75y^ n- (2- 

20 ^-75 1 ;px;I/^-;w) T^yaa&wsLK 

N-7U -;i/x;v^-;i/7 5 y c i - c 6 7;mp;I/7 ^JMtte, 7$ y«K± 
IB©7U-;i/x;i/*-;i/7$ys^WT§Ci-c 6 7;i/^;pm^N-gmbfc 
^fcicufc u JMfcWK tt«*«N - 7 x.~)i/X)i*-)i7 s y y ^;V7 ^ys, 
n- (i-7x^i/XM-;i/7$;x^w r^ys> n- (2— 7x~;v7> 
25 ;i/^-;P7$yx^;p) 75 yg, N-^7^i/*;v*~;i/75yy^;i/7$y 
n- (1— ^7^;ia;i/3fe;v7^yx^;w 7$yg, n- (2—^7^ 
ji/7^ji/75;x5 i ;i/) 7^y«^we>n, *TfcN-7x-;i/*;v# 
n;i/7$yy^;v7$y^, n- (2— 7x-M;^-;i/7$yx^) 75 
yaa&wsu*. 
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N _ j ,j -;i,x;i/3j> - )V7 5 J C i - C i o 7)V*)V* JWt^-f t tt» * ^ 

nt-r ;«k:±ib©t u ^ y S£*rrs Ci - c 6 7)V*)m 

f-jvtDW^^ov^ n- (l— 7x-;^M-;i/7$/x^) 5tj;wt^-r 
5 n- (2-7xzHM-Ji/75;xfjw *;WAt>f;pai, n-^-7 
^-)V7s)V^)W^/ ^)vts)vn^)vm. n- (i— ±7^;Px;i/*^;i/T 
#;wt^;i/g, n- (2— ^:7^i/x;i/*-;P7$/x^;i/) # 
;w t^-r e> fru 4* t n - 7 x - ;u 7 $ y y 3\>v# ; vn 
^jvm. n- (2-7x-mmxjp7$;x?ji/) *;i/A ,; e-r;i/g> n- 

n - r u - ;P7 5 y c i - c 6 7JVu^^A^)vmt^ n - 7 

U -;Px;i/^n;P7 $;c r c 6 7;vn ^ jmt tt, ±ib©n - 7 u 
-;ux;^n;i/7$ y S^c x - c 6 7;io*^#;i,#-;i,gk:gt|L£&£lc 
#u ^#WtcWj^«N-7xxi;i/x;i/*x:;P7^y^ b*so&;w?:2;W£, 
15 N-^-7^;vx;i/fc^7^y^h^^;i/^n;i/S> l- ( n-7x-;1/tju 

»75 7) ih^r^J^XJH, 2- ( N-7xn;V^;i/fc;U7^y) 

20 7U-;i/x;P7r ; E-r;^<h«, ;ui/7 7^;i^c±fB07U-;vg/mil 
ufc£&jft#u *#:w^wj^.^7xxi;ux;i/7T ; &-r;^ ^7^;px;u7 
7^;p*«^f&n, 4«T 5 b7xx:;px;i/7r ; e<;i/S^W*b^o 

-;V»*fitft.Lfc£&j£J*U H#WK: ^JA}i7xXJl/X;l/7 T^^^v 

25 & ^-7^;px;i/7 7 ; E-r;i/^+vS^^^f ) n, *T£7x-;ux;i/77 ; £ 

7 u -)V7,)V 7 r ^ )V c i - c ! o 7; ;wtt-r £ wu ±ib © r u 
-;u;ui/7 7 t-r c i - c 1 0 7;u^;v* ;wt^e >f ;i/S(cfi^ arc* b 
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5 #lft{£«M;l&7xx;!/X;i,7 7^;i^ h^ytDV-R-ivm. ^-7^;i/x;W7 

N-7U -;v*;w\^-r ±t3©7 u -;«d«*;wtt >r ;i/g£N - 
7D^fjntit *;i/3H-;v^(r±iB<D7U-;^^«mtfc»S:ic*b, a 

ru^mtft, ±ia©7P-f;pa*«*js : Pfc«ftbfc»&*flcb, jura 
15 fciamtf^v^;^^** ^-75 l ;^;u^-;i/^^>'S^#tfc>n, 4* 

20 n- (n-7ch;kt$7) Ci-c 10 7;wi/^;w^-r;^t^ #;w\* 
t-f ;i/»ic±lB© N-7P-f;i/7^/Ci -Cio 7;i/^;i/*^sm t 
u JW*Wfc«0iS.«N- (N-^>y-r;i/7^y^^;v) *;ww;Pi», n 
- (l- (N-^>y-r;i/75 7) x^;» ^w^-oug, n- (2- (N— 
^W^) 757i^) tuw^frg. n- (n-^7^;v^;^^7 

25 *;wx ; E-r;us> n- (i - (N-^75P;i/#;i/#x;i/r^/) x 

*JwxqE<;«, n- (2- (N-7"75 1 ;v*;^x;i/7$7) x^jw 
tuvrt^frg&wmtfzn* ^TfeN- (N-^>y<;u7^7^^;w 
A^-r;i/^, n- (2- (N-^>vV;i/7^7) x^;w) *;w^>r;vs^ 
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N-70-f;|/7$yCi-C 6 7)VU *rz/%)V# - Jim t 

*ic±lBON-7D'r;wT$y Ci-c 6 7;p*;i/**j«ftb&ai*«*u, Aft 

ji/7$y) if^^kzjh, 2- (N-^>*/-r;u7^/) xh^^;i/ 
5 N-^-7^;i/^;i/#-;i/7^/^h^r^;i/fc;^ l- (N-^- 

7^;^;^-;i'7^y) xh+^^rjn, 2- (N-j-7?Mfrtf~ 

h^rv^;v^-;i/^ 2- (N-^>y-r;v75 7) ih^^M-M^ 
15 c 2 - c 6 7;v# y -f )v** ^mt^ ?mmz±u<D c 2 - c 6 7;^ j <i jm 

20 V>. 

N-c 2 ~c 6 7)V^y^)vr^ymtn, 75/Sfc±iB©c 2 -c 6 7;p*/ 
n^-;i/7^y^> N-y^u;v75/^ n— rv^u;w75/^, N 

Dtf^--;v7$y^ N-fcf;tP-r;i/7^y»^W*bVio 

N, N- > ? -C 2 -C 6 7;U*/'r^75y^<h«> 7$/gfc_tfB<Z)C 2 -C 

;i/75 7S, n, N-i;^Dtr^;P7a/^ n, N-^y^u;i/75/s, 
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N, N-vH- V^U^7$y*> N, N-^Al/U;i/7$/m> N, N-^-f 

7$/g> N-7-fe^-N-^Dtf^;i/7$7^ N-7-fe^;i/-N-7> 
IUK75/^ N-7ir^-N-tf;tn-l';P7$y^^Wf)tl, ^TfcN 

5 , N-> ? 7ir^;i/7^y^ n, N-v7 p ntr^;u7^y^ n, n-v-tv 
7°Dif;i/7^y», n, N->?^;i/7^y^ n, N->>tfAD^;i,7^/g 

N-Ci-c 6 7;!/^;i/7^/^t^ 75L;mzj%m&ir^L6m£V)fcz> 
7)V3r)mmmWiLfcm*mmv. M^mz\w\x\-iN-^)V7^/m. n- 

io x^jvr^ym, n-tWjkt^/^ n— rv7°Dtf;i/7^y^ n-t*^ 

)17^J&s N— f y7>;K7^/*, N-sec-^75/S, N- t e 

rt-^^75/^> N-^y^jir^ym, N-^^y^-jvr^ym. n 
-^yji/75;s> N—TVA^->;v7^ys^we»n, ^t^n-*^ 
;i/7^ys, N-x^;P7$y^ N-^ntf^^y^ N-^v7°atf^7 

15 N-y^7$/^> N— f 77*9^1/7^ /g, N-tert-^ 

7$y^/0W^b^ o 

^;i/7^y», n, N-^x^;P7=i/^ n, N-^7°Dt°;i/7^/^ n, 

20 N-v-rV7°ntf;V7^/^> N, N -^7*^1/7^/^ N, N-^tert 

, n-x^;1/-n-^^7^/^ N-^^;p-N-7°Dt!;i/7^y^ n- 

<iV~J'u¥)V-N-* ; 3 L )V75.;m, N-ter t -^)V-N~^)V7^ J 

N-x^;i/-N—ry7°Ptr;i/7$y^/&^^n, *^£n, n-$>* 

25 9)17 N, N-^X^75yS> N, N-SH'y^DtfJKf^/^ 
N, N-^7^;i/7$yS, N, N-^t e r t-^;i/75/S, N-X3V1/ 

-N-/^7^y^ N-^^-N-7°ntf;i/757^ N-^v7°nbr;u 

-N-^^7$/S> N - x^;v — N — f V 7°P tf ;U7 S J S^dW ^ t V^o 

n - c i - c i o 7 jp* ;w w £ te, # /^-r ;i/SK:li^gsc l ft v> 
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#;Wt*:-f N— s e c -^M)W^^)Vm. N - t e r t 

jvtuw^-om. N-risMjww jvmmtmtfzn, qnw-t^v 
tuvn^)^ N-x^;i/*;wt^-r;i/^ N-ynt:wM^j«, n 
— f v^Dtf;^;!/;^^;^ N-^vy^;^;wt^;i/S> N-sec- 

10 f^MJW^^Om. N- t e r t -^)Vfi)Vn^ )m> N-tZJ-frtJ 

tfN, N-i?^^;w*;w^-r;vs, n, n-^x^v#;ww;i^ n, n 
15 -^^Dtf;i/*;w^-r;i/», N, N-5?-f v^Dt!;w*;wt*>r;ws, n, n 

-^^;k*;Wt^E>f;PjK, N, N-^tert-^MAt-fJH, N, 

;p-n-* j-frfj ;wt*-f N — r V 7 d tf n - * ^Mfrrt^ )V& 

, N- t e r t -^-N-^f^M^m N-X^-N— T 77 

N, N-^X^l/^jW^-T;^ N, N-^V^DlfjWJW^JH, N 
, N-^^^^A^-f;^ N, N-S>t e r t -r/SVfc&^/tt-f 

n -x^;i/- n - ^ j-nrfDW^ jvm. n — r y 7°d tf n - ^ ^;p#;w\' 

25 n - c 2 - c 6 y ;Hrx;u# jww tt> * ;w\*^ ;w*fc^^c 2 & v> 

;^;i/A^-r;^ N-7VM)W^^()^ N- (i-7°n^x;u) 
A^Jl/S, ' fV^U^-frtDW^)^ N- (2-7*tx;u) 

ji^jvm, ' ry^xx;!/*;!/;^^;^ N— (2-^>t-x;u) 
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X^'OVS* N- (2 -A^-feXJl/) AjWt^;^, N— 

5 n, n-^- c 2 - c 6 7;^-;wjw tDvn^-ovmz-Wm 

« n, N-^b'n^ji/A^-r;!/^ n, n-^7>jj^;w^;h> n, 

N-TU^-N-tr^i/^A^^iS, n-tu;i/-n — r yy^ 
io ^^^jV/tt^M, n-7U;v-n- (2-^>^-;v) *;wxt-r;p», 
n-tu;1/-n- (2 - 'x^HznjU) *;wt*^f;W6, n-tu;p- N- (2 
-A^Tr:;p) ^wt^ji/g, n-tu;1/-n- (2 -rt^xji/) ^jwt^e 
<;i/*#^W£>n, ^T?t> n - 7 u ;i/ - n - Hx;i^ jwn*^ n, n 
-3?ru;w*;wt*>f;pai, n-7U;v- n- (i-yp^-;p) ^wt^^ 

15 StWfSbK 

n-7^ j Ci -C10 7;v*;w*;wt*-r;wsttt, j^w^-f ;w££&£g!i! 

^«n-7^/^^;u^;wn^;v^ N-y^yx^jw^'fjn, n- 

20 r^y^MJW^^om. N-75/7 p akr;u^;wN* ; e-r;i/S> N-7^y 

TfeN-7^/^^;^;w^-r;^ N-7$/x5 L ;u*;w^-f;PS, n- 
7^ y tr;p^;wtt-r jvm. n-7^ / ;*^x^;&;wt^ 

25 n-Ci-C6 7;io*>-Ci-Cio 7;i/*;i'# ;w\^-r t rau ±ibo c 1 
-Cio7;i/^;^;w\* ; E'i > ;i/^^K^i^Vibi oteckBfcSTJi^+s/a 

#N-«ftUfc****U JM*WfcttWA.tfN-^ h^v^^^/t^-f^ 
& h^rvx^;i/*;w\*^-r;i/^ h+^yntf;^;^^;^ 
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, N-^h+e/A^^;p*;wt*<;WW>3^if6tu *Tt>N-y h^>y^ 

5 ±|B(DCi - Cio 7)V^rM)W^ )Vmz$km%. 1 6 Met 0 &37;iO 

;i/tf-;M3^#;ww N-y h^>#;i/tfx;ux^;i^;pA^;i/g 
, N-^b^r^^^ya^i/^jWt^-r^S, N-*h*i/#;i^x;v:/ 

^l/^A^-OI^, N-I h+^J^ZJK>^WM ; E^ N-^ 
10 h^riy^)V^=-)V^zyM)VA^ N- t e r t -:/h^>#;i/#x;i/ 

A^-owak N-y h*v#;p#x;i/x3^#;w\^;^ N-y h^>#;i/ 
^x^^Dtr^^n^-r;^ N-y h^^^x^y^i/^^A^-r;^ 

15 n- Ci - c 6 r;i/3^v*;^x;i/T^ y c x - Ci 0 yjwiXDW^^oim 

tfo, C i - C i o 7)V*M )V A^-T l&^b6<@<kD&37Jl/3 
^^;i/^x;PT5y^N-gmUfeg^lc^U, ll#i$Ktem$N-y. b 
^v-^^xjPT^y^^p^^A^-r^ N-y. h+^M-ji/7$yx 
^jv^jj^^^jH, N-y h^rv-^^x^T^yyaif^^A^-r;^ 
20 N-y b^r^jv^j^r^/^MJin^jm, n-x h*v#;i^x;i/ 
7 ^ y ^ >^;p^;i/A : e-r n-7 h ^stui/tf-jir $ y a*->;i/#^a 

t-f;^ N- t e r t - ^ h^^Jl/^z;l/75 ; XfJWJWt^^M^ 

#tf£>n, ^TfeN-^h^^^xji/y^y^^^^AqE-f;^ N-y 
h*z/frj\/7$~)VT=i ; x^i^/i/A^-oiA N-y b*v#;v#x;i/7^ y 
25 ^Ptf^^A^E^;^ N-y h+^^^x^T^yy^^^A^-r;^ 

, N— t e r t -7h*^ti)V$~)l7$;x?-)\,%)W^^)lM§fiW£V^ 

o 

n - Ci - c 6 7;m^rv^;u^x;i/7^ y c x - g 6 yjin^r^tD^-jvm 

Ci - c 6 7)^^ti)y^=-)vmzmmm 6-m& o ft57;io* 
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^>#;i^x;i/^ N-ter t-7>^v*;i/^r:;P7^/xh^^;i/^n 
&tu 4n?t>N-;* s^^M-;v7^y^ h*>^,Mx;!/g 
, N-^b^^;^x;i/75/xh^^;^-;i/S, n-* h^ft^tfx 

io #x;vg, N-tert b*v#;i/#x;i.7is yxb+^M^vs^ 

Ci - c 6 Tj^witu mnm? \zmm%c. i 6i@£ o&37;i/* 

DKmi, -f v^ntr;^^ -fy^;^^ sec 

15 -y^i^rt^ t e r t-^mi, ^>WtI> ^t^^WVft 

x^;^*^ ^atf;i/^s, -ryyDtr;^^ ^;v^S> tert 

N - C i - C 6 7)V*)VZ)V7 r ^ )m t te> )\/M\Zmm%i 1 & 

20 ^L6®j:9^^)7;^;i/^a^Lfeg^it^L, ^c^jAiiN-/^ 

V7'f;^^7 7 ; E'f;H> N-sec-T'fJl/X^y^JH, N— t e 
25 ^7^77^^ N-A=^>'K^77 : E^Jl'S, N— - f VA^yKJV 

;i/77^^ n— i , v^Pkr;i/7.;i/y7' ; e<;i/^ N-ter t-y^;ux 

jV77^MWtl^. 
N, N-5>- Ci-C 6 7;^^^7 7^;i/S<i:^ 7,)W7^)Vmz 
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& N, N-e?^X;V7r^;PS, N, N-S?t e r t -tt)V7>)V7r 
5 N, N-y^>^7;i/77^;H, N, n-^^^x;v7t 

^)VX)Vy7^)im. N- t e r t-^-N-^^;l/77^M 

> n-x^jv-n— <v^ptr;i/x;w77 ; E-i';i'«^/&^tfe>ti> ^t^n, n 
io -rv7°Dtf;i/x;v7T ; e'f;^ n, N-^7*^x;P7 7 ; E'fm n, n- 

C 1 - C 6 Tfr*)V7sfr7 A xMtn x;P7 -f x;P£te#8$»: 1 h 6 ii 

15 «fco^57;v*;PS^«ftbfcSSit*b, fl:#:w^wj^^5 1 ;P7;;i/7^- 
x.?)lx)i7j~)vm. 7°ntr;i/x;i/7>rx:;u^ -rv7°at!;i/y;;i/7^ 
-;i/S> 7*^;i/x;i/7^x;i/S, -f vt^I/X^^x;^, sec-7*^;i/7> 
;U7^x;i/^, ter t-T*^^^^ ^>^;i/7;;i/7^ x;i/g, * 
^>^;i/y;;i/7^~;i^ a.^^;ux;V7^-;p^ ^fv^yK^^r: 
20 J^#^tfe>n, 4 j Tfe^^x;P7^x;^ x^i/Tji^x;^, 7*a 
tf;i^7;;V7^x;i/S> -rv7°nt!;Px;i/7^x;i/S, 7^)^)17 j t 
e r t-7*^;vx;i/7^x;^#WSbVi <> 
Ci - c 6 7;p+;^;p*x;i^ttt, x;i/*x;i/^fcis^i$c 1 fcn u 6 fi«k 0 

25 x^;i/x;i/*x;i^ 7u¥)VX)Vfc~)\>m. ^V7°ptf;i/x;i/^x;p^ 7^ 
;vx;i/3i>x;i/^, -rv7*^;vx;i/^x;i/*, sec-»xW-JH, te 
r t -7*^;i/y;;Pfcji/^ ^>^x;u*x;i/S, *^>^;i/7Ji/:*;x;i,g 

;i/7;;i/^x;i/S, x^^xju^x;^, 7*p t!;i/x;i/*x;iA 7*^;ux;p^x 
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JVM. t e r t -7?)VZ)V*~)Vm&ifi&&Ll,\ 

Ci - c e 7ji/3^yitn wtmmtt&%& 1 fc^b 6B «t d sstjw 

5 tert 'O^M**^ ttO^Vt^z/m, ^i/fr* 

7°P7}Mr5/X, -fV7°n^^ ^h^yl, -fvy'h^v^ tert-y 
h*^^W£bV>„ 
Ci - c 6 r^n+s^M^vaSfctt, i &v>b 5 

10 t)^*T;v3+5/«*5«ibfcSSr3K5fcb, =*#Wfc«0i*fcr* h*->*;v#- 

7$ y Ci - c 6 7;V3^>#;i/^~ji/^£ft, #;i/#:i;i^K:ift*ft l &v>b 

20 2-7^/-2-^^;i/7°p^^^;ufc;i/^ 2-7^/pWU 

xh+y*Mx;H, 75/7*h+->*;V3i?-;ps, 2-7$/*7 , p#*>o!j 
rs.JO^l'tti/tiJVtf-JVm, 7$;^y^y*M 

#n;i>ak 75yy , D^y*;^xM, 2-7$/*5^Vxh*s/#;M?- 

N - C 3 - C 6 1/#U7)\'*)\'7§ SMtte, 7^/&\Z&km%i 3 &V>b 6 <@& 

ssn^©7;^;vs**N-fijftbfcS&ie:i*b, MflDfcttmBiN-y^DT' 

N - >^ P ^+->;i/7 ^ J W&mft £> n, "fTfe N - i/£ P 7°P t? Jl/7 $ / s 
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N-^DyDW$;l, N, N-v^^D^;U7^/S, N, N-v 
5 V^D^>^75;«, N, N-i^DM^VTS/g, N-^U^ 

;p-N-^aypfcr;P75/*, N-^^D^>^;P-N-v-^D7°Ptf;i/7 

feN, N-^>^D^nbf;i/75/*, N, N-S?^d^75;S, N, 

n - vi/ if a ^ >^;V7 $ / iws b Vi e 

N-y^DA^yj^^yStWtl^. 

15 N-c 3 -c 6 ^^P7;i/^;^;w\^;i/Si^ *;wtt-r ;i&£ft*ft3 

e;p*;w;t*>r ;i/S> n - -str p ^;v*;wt*-r n - p^>^;p 

^^pyptr^^n^-r;^, N-^p^>^;^;w^-r;i/^ n--> 

n, n-s?- c 8 -c 6 '>^P7;i/^;^;wx ; e-r;^i:tt, *;wxt-f;vai 
fcK*«c3^u 6fl^«jiitt©7;w*;pat^-Wiufc*ft3it*u, M^fomz 

^/tt^r;^ n, N-^s^p^^i^ws^-r;^, n, n-^da 
25 ^->;^ Jiz/t^-r n - p - n - p -r p t!;v*;wt*< 

, N-^^P^V^P-N-^pyPtT^^A^-r;^ N-y^DA^> 
jlz-N-y^ayakV^jW^Mf^i^^n, 4>TfeN, N-^v^P 

yptf;i/*;w^-r;u^ n, N-5?s/^n^;w*;u;tt>r;uai, n, n-v 
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77u;i^ ^x-m hU7^x;i/^ hU77u;u^ eusw*, £5 
tf^vx;^ eusy-M, t?u^x;i^ tr^/D;^, fcfa 

e^x;^, tr^u^x;^, tfnuv 5 -;^ tfpyx;pg, ^wsy/s* 

^77u;v*, epxx;u^ tfus?;i/&» tf^^;^, tf^^ 
io x;i^ tf'J^vxji^ kU^^;H, tT97U;v*, tfau;^ fcfyx 

15 >FU$>x;i^ if^>^^7x-;H, #;wwu;i^ =H-7Ux;i/ 

;W*> 7xt>X'Jy-JH < 7xt>XDiJ^JH, ^>V*77-JPS, ^ 

^>yft7x^;H, j/>;ij-;n, ?tt7f-Jl/S, t^^u^x;^ 
, 7xt»I> :7x:HHf-^x;i^ 7x;?7»i, 7^7y-M 
20 , yf'J^i, 7Ux;i,g, ^>7-f$^7U;«, ^>7**iJVU;Ui£ 
, ^>7^77U;^> ^>7hU77U;P^ ^>^77^H, 7^U->^ 
^y7x"MW^^n, *T*fcX?l/>m'>7xzM, 5^>7 
77ZJH, ^>y?t7x-JH, /^l/>^*y7x-JHWtl 

Vic 

wen, *^%K**ifevib6fflife5ia[«!Kx»^tt«o7;u^;i/*, 7 
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, 7?)v&s << s e c -7?)vm, tert -^jvm, ^y^-)v 

< V~77)V& s e c -y^)VM, tert -7x\>l^»W£U>. 

o^-)VM, -fy^x;^ 2-^>xx;vg, 

x;i/g, 2-a^J1/S> 2-:*#xx;i,g^W£n, 4>T*>tfx;i/^ 

m7)v*-)imt\t, mx\tJL^)vm, l-yatf-;^, 
io , i-^>f^ji/S, i_y\^~>-;i/^ i-A7°^;i/S, i-^xx;^ 

n— c ! — c ! oT^+^^n^-f^ttt, *;wt^-r ;p*K:iSi*SSc l 

*;Wt^-f;P35, N - s e c -y^WAiWt^ N-tert 

, N-^\+->;^;i//t^-r;^ N-^y^~>;p#;i/A'^E-f;i^ n-^x 

20 ^wra^ps, n-x^i^I/A^-ous, N-7"nK;u*;wt*-f;i«, n 
— f yyatf;^;!//^^;^ n-^v^m;w\*h;H, n- s e c - 

r/^J^W^-OPak N-tert -T^l/^A^;^, 
N — C j — C j o 7)\s*)Vtttl /W*E< )mt tt, x:*# ;wt*-r 

tf^^^^A^-fji/S, N--ry7 e Dtf;i/5 1 ^;wt : &-r;^ N-7>;i/x 

^JVAt-f;^ N — iV^^)V^t!)Vn^)Vm, N-sec-7fJl/f 
^JWt^E-f N-tert -T^l^^Wt^ ;l^> N-^>^;i/x 



WO 02/053548 PCT/JPOl/11267 

26 

& N - s e c -ttfrtttDVn^ N-tert -7 )W 
1 A: U 3 KlttflD C 7 - C 1 5 K*5Sr»5!M t tt. -hfB<D7U ~;VS£I&<, M 

Mac?, ^jKTOcttfcJURwsa:*** vm&nzmmm?* 
tzQite^v5m&?zitz^L3^&<Dm&im%mmm emu 5^l<& 

^v7i-M, *;w^/u;p«, *7-\/ux;vg, +y+t'J-jn, 

7xt>7DiJyJH, ^>V*77-;VS, y^>^t7x-M, 

20 ^7^x;i/S> ^7^U^x;«, 7xt^S> 7it*D-^-;«, 7 
,x;f7^-M, 7*5$?x;px, 7"f'J^M, 7°Ux;i^ ^>W$ 
^/u;i/S> ^>7^iti/u;vs> ^>^7i/u;n, ^> > /KU7yu;p 

25 ^>V*5 1 t7xZJVS, ^fl/>^'>7x^l/S^W^b^ 0 
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-77;^;i/75ys, n, N-^7?;M^7$yg, 75^^^ 
77;v+;^;i/^-;vs, N-7^;i/*;kft;ww;i,g, 7U-;i^ n-7 

io u-;i/7^/a, n, N-v7U-;i/7^ys, 7>j-jw+i/i, 7U-;i/x 
;wjfc-;pg, 7U-;i/x;i/7}Nn;i/^v^ N-7U-;i/x;i/*-;i/7^y^ 
n - 7 u -^tju* - ;i,7 ^ y c x - c 6 7)i*)ir n - 7 u 
~)V7 * y c j - c ! o 7)i*M ;w\^-r n - 7 u -;ux;i/*~;v7 ^ y 
c 1 -c 6 7;p3^^;i/fc;^ 7U-;i/x;i/7T ; E-r;i/^ 7U-;p^;p7 

15 rt-f *y&s 7 u 77^K r c 10 7)i*M )vn^ 
, 7U-;i/x;i/77 ; E'f;i'C 1 -c 6 7;i/3^^;i/fc;^ n -7 u 

/t^-TJH, 7D-r;l/S, 7D+yS, N-7n^fjl/S, N- ( N-7P-T^7 

^y) c 1 -c 10 7J^iWM ; E'f;n 1 N-7D-r;i/7^/c 1 -c 6 7;i/3 

c 2 -c 6 7;i/^y<;u«, c 2 -c 6 7;i/^y^;i/^^, 
20 N-c 2 -c 6 7;i/^y-r;i/7$y^ n, N-> ? -c 2 -c 6 7;^y-r;i/7^ 

yS, N-C 1 -C 6 7;P^75y^, N, N-^-C 1 -C 6 7W7$yl 

, N-c 1 -c 10 7;i/^;i/^;wt ; e-r;i/^ > n, n-v- c 1 -c 10 7;i/^* 
;wre>r;i/ak N-c 2 -c 6 7;p^-;^;i/;t^-r;^ n, n->?-c 2 -c 6 
7;v^-n;^;w\^;i/^> N-7^y c 1 -c 10 7;i/4 i ;i/^;wt ; E<;us, n 
25 - c ! - c 6 7)\sn ^ c x - c j 0 7;i^;i^ n - c l - c 6 7;un 
^->^;p^n;i/C x - c 10 7)V*)Vtj)i>tf : E'()m> n - c x - c 6 7;i/3^e/^j 

- ;P7 ^ y c x - c x 0 7;p^;i/* jwt^ n - c ! - c 6 7;i/3 * 
;u#r:;v7^yc 1 -c 6 7;p34 i ^;^n;^ c 1 -c 6 7;^;i / ^s> n 
-c 1 -c 6 7;^;wji/77 ; e<JH, n, N-^-c 1 -c 6 7;i/^x;i/77 
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,-c,'>^D7;»75;s, c,-c e ^n7;wt^ n-c 3 
5 -c 6 v^d7W*;wwm, n, N-^-c 3 -c 6 ^nm;v* 

n - c j - c e tjww ;w\*^-r n - c x - c 6 T)V*)itt% ; wt*>r ;w 

5 fc S3* <fc D ^fc£*l£fi&g£* iTtTfeJ; ^&*3r#33S, 1 ft V> b 3 
C 7 - Ci 5 R*3f«S*Xtt 5 ^b < tt 6 Aoll^H^l < ttMHSFf 

15 b5fflWT£l&^b38*te0&3lf»#a*g (5Xtt6M©«^SISSI»<. ) 

WT%><fcv^m^#sig0fi&g#, Ti?m, r-sy*, #;wi 

7/», ^hoS, /\ny>gf, bHn+yS, ^fiDfi&fn^b<tt^fi^ftio 

20 c 3 -c 9 iii»^ 77;vm N-77m7$yi, Tyfr^M**/ 
S, n-77^j^m : e^m, 7U-;i/g, n 

-7U-;v7^/s, 7U-;v^->^ rv-jwvft-frm, 7U-;i^x;u 

n - 7 u -;i/x;^n;i/7 ^ y c x - c 6 r 
Ms r^-jvxjvyr^rum. 7U-;ux;p7r ; &-r;^^'>^> ru— 
25 ;P7 t ^-r ;i/C j - c i o 7;i/+;i/^;w\' : e-i > 7 u -;i/*;P7 7 t-f ;w c x 
-c 6 7)irmr*s% N-7U-;i/*;w^-r;ug, ru^om. 7 
N-7n^f;n, c 2 -c.r;w*y>r;p*, c 2 -c 6 7;i/#y-f;i/:t 
N-c 2 -c 6 7W;'f;i/7$;fi, n, n-^-c 2 -c 6 7;^/ 
-f;P7^y^ n-c 1 -c 6 7;W7^;s, N-c 1 -c 10 7;i/^;u^;i/n 
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^)Vm, N, C 1 -C 10 7)V^tDW^-Om. N-C 2 -C 6 7;i/ 

^r-^wt^;^ n, N-^-c 2 -c 6 7;i/^n;u^;w\*^;i/^ n- 

y^^^^/N^-r n - c x - c 6 7)Vn*i/%)i#-)\,c x - c x 0 7;M=- 
5 ;v*;wt^E'T;wi, c 1 -c 6 7;i/^;Px;P7^-;^ c 1 -c 6 7;i/n+^ 

N-c 3 -c 6 ^D7Ji/W5;s, c 3 -c 6 '>^D7;ww^ n 

10 fcWJS*-;^, IfniJ^S, t'oUzM, ^vfcuyak <v 

^tM/u;ws> -rv^7\/y;u&, -f$wj;n, ^-u-i/uji/ak 
^77u;us, ^7\/u;^ ^7^71/u;^ ^x-;i^ hU7 % /u^s 

#;wwu;i/g, *^-i/u-;hs, +;u;h, ^dy-ji/ 

20 ^>7*^r/u;W6» ^>y^7Vu;i/S> ^>^hU7yu;i/S> ^>V7 

7^JH, >?kHD^>y7 7XM, /fl/>^y7x-JHT$^ 1 

usw& tf^^n;^ tfua^n;^ tfu^n;^ tr^yu;^ t? 
tezm* d jifcmsitm jk^ £ i gt^fc d i &v> l 5 «rr * 1 av* u 3 
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7->^U^JH, 7x7->XDUym SM>y7?r:;Wk S^VV^ 
5 7x"JVS, W7t-JH> 7itv-JH, 7xtW 

> ^yv-<^yvvjvm, ^>v**wv)vm, ^>v^7W)m, 
>s^*s/7x=^fewwrc»D, tttcftiHrmsft 7x-jh, 

-7Mk 7^/^ *;w^-r;v3i, ^7/m, -has, a 

O^r>0^ tFD^yl, 77MM> N-77^75;S, 7?;i/* 

79;wk*;p#n;p«, n-7y)v^r)Vts)vn^)vm. 7U- 

15 , y^-)V7,)vyr^)vm, ru-om, yp^yS, N-7D-r;i/g, c 2 
-c 6 7;^y-r;^ c 2 -c 6 7;^/-r;i/^+->«> n-c 2 -c 6 t;^/ 
-okt^/*^ N-c 1 -c 6 7;i/^;i/7^/^ N-c 1 -c 10 7;i/^;u*;i//t 
^-oi/^ n, N-s?- c 1 -c 10 7;v+;^;w^;^ n-c 2 -c 6 7;i^ 

n, N-> ? -c 2 -c 6 7;Py-n;i/^;w\* ; E-r;i/^ n- 

20 7^y c 1 -c 10 7;w^;w\* ; &-r;i/S, N-c 1 -c 6 7;i/n+>'C 1 -c 10 

7)V*M ;W W )Vm. N - C ! - C 6 7;V3 * C ! - C J o 7)V*r 

M)V/^)vm. c r c 6 7Wx;v7^m c 1 -c 6 7;v3^>s, 
c i - c 6 7;W3*'>#;M*-;i>g, 7^ /* c , - c 6 7;io*$/*;w?-;p£, 

N-C 3 -C 6 y^D7M^75/I> C 3 -C 6 y^D7;Wt^yI, -f 

25 y^^yu;p», -rv^7^u;^ tf-*uvu;hk ^7Vu;^ 

eusw*, \& 9 J-)V&* t?u$>>-;i^ tru^-;p«, 7U;w* 
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>VttHrVV)m* *>V9-7>/V)V£* ^>V*75~Jl/g, *?\s>&** 

ifi, -f v^7v/u;p», ^^/u;w^ ^7Vu;ia 

5 E>jyM, tf^-;^, tfu^^-;^ 7 

^->7x^;vs, *^i/u-;i^ +y**u-;p«, v 
10 ^>W7i^n, 7it^^-;n, ^>y-r^^/u;i/S, 
^yu;i/^> "*>v^7Vu;Wk ^>\/79-;«, 

15 zhns, Any>ntf, kHn^/S, fc;^;^ 

»tt©«f»«b<tt^lSBl©C3-C 9 »ttl», 77J^JH, N 

77M;WM-M, n - 7 ^; wi/^WN^-r 7U-m n-t 
u-;i/T^yg, n, N-^ru-;w75/at, 7U-;M-^>g, 7U-;i* 
20 7U-;i/x;p^-;i/^^ n-7U-;I/x;p^-;P7^/^ 

n— 7U -;i^;i/*-;v7 5;c r c 6 7;v*;v7 ^ / n - 7 u -;vx;i/* 
n;V7 ^ y c j - c j o 7;M^#;w\* ; E-r n - 7 u -;i/x;Ms-;P7 s J 

C 1 -C 6 7;Pn^^;^-;^ 7^)-)V7,)V7 7^ )V^> 7U-;VXJV7 

r ^ 7 u -;vx;u7 7^r ;pc x - c x 0 7;M i ;i';fr;wt ; E-f 

25 , 7V-)lZ)l7 7 : E'()\/C 1 -C 6 7)V3*>'t))\'7$-)m, N-7>J-;W 

M^-Ol/g, 7P-r;vs, 7d^->S, n-7o^;v^, n- ( N-7P-fji/7 
sy) c 1 -c 10 7;i/+;^;i/;t^-r;u^ N-7P-r;i/7^y c 1 -c 6 7Jl/n 
+i/*;i/#n;i/S, c 2 -c 6 7;i/^/^;^ c,-c e 7;v*y-f;^^>*, 
N-c 2 -c.7;p*y-r;i/7$y*. n, N-^-c 2 -c 6 7;^y^;P75 
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N-c 1 -c 6 7;Mr;i'75/s, n, N-e;-Ci-c a r;w*;i/75y* 

ji/A^-r;^ N-c 2 -c 6 7;i^~;i/#;w\*^;i^ n, N-i?-c 2 -c 6 
7;i/dr-;i/*;wt^-f;ns, N-7^/c a -c 10 7;u*;i/#;w^;^ n 

5 - c ! - c 6 7 JKn c i - c x o 7;p^;p^ ;w\*^ n - c 1 - c 6 7;io 
*^#;i/3£rji/C i - c ! 0 7;wu#;w\* ; E-i';i/S, n - c x - c 6 7;i/3+ v# 
;P3j? - ;i/7 ^ y c j - c i 0 7;v*;w# ; wtt'f n - c x - c 6 7)vu * uti 
K-^T^yCi-CjW^^MtoVi, c 1 -c 6 7;w^^S, n 
-c 1 -c 6 7;i/^;vx;i/7r ; E-r;i/^ n, N-v-c 1 -c 6 7;wux;i/^r 

10 ^jvm> c 1 -c 6 7;i/^;Px;i/7-<r.;^ Ci-c.TjWx^Hi, 
c 1 -c 6 7;pr3+->S, c 1 -c 6 7;u=i^5/*;i/#n;i/^ 7^yc 1 -c 6 7 

n-c 3 -c 6 ^u7;wp75;^ n, n-^-c 

3 -Cr>^D7M^75/S, C 3 -C 6 y^D7Wt^vl, N-C 3 
-C 6 ^^D7W*;W^M, N, N-^-C 3 -C 6 y^D7M;W 

<fcK itm^b<«^mot&fpgb<«5F^n©c 1 -c 9 lltfifr^, c x -c 6 

7;p3^rVS, C 1 -C 6 7;W^^ N-C r C 6 7MJV7$;S, N- 

20 c x - c 6 rjwvjuvrt^ )vm, n - c ! - c , 7)v*)Vtt% )vmfr 
0 c 7 - c 1 5 mm^mmmx » 5 m v < » 6 * b < aMusc^ 

l«*Wr«tltf*6 W*± Dltfn«»llTt 1 B 1 U 

mmm^mvx^x%^m^mm(Dmmm^ 7>>f^ 7^ 

*->;i/g, ->7/^ zhaS, AD^/gf, kh'n^yl, SitfO&fngb 

<tt^fi^p©c 8 -c 9 igj»j», 77;^jh, N-7^;^;u7^y^ 77 
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7 u -;v^;w*n;i/^5/*, n - 7 u ~ ;i/7 ^ / c x - c 6 7;^ * 

5 , 7U-;^;v7r : e-i > ;i/C 1 -c 10 7;i/+;^;i/A ; E-i > ;i/^ tu-;v*;W7 
7 c e-r^c 1 -c 6 7;i/n^v'^;i/^r.;^ N-7U-;^;un ; 6-r;PS> ru 
-ovg, 7D+i/g, N-7D-fjn, c 2 -c 6 7;^y-i > ;i/^ c 2 -c 6 7)V 
<i N-c 2 -c 6 7;^y-i > ;u7^ys, n, n-^-c 2 -c 
6 7;]/#/<;Kr^y^ n-c 1 -c 6 7;v+;p7^/s, n-c 1 -c 10 7;^ 

10 ;v*;wtqE-f;pat, n, n-s>- c 1 -c 10 7;u^;^;wt ; &-r;i/S, n-c 2 
-c 6 7;i/^rn;i/^;wt ; E-r;i/^ n, N-> ? -c 2 -c 6 7;i/^-;i/*;wt ; e-r 
N-7^y c 1 -c 10 7;P4 i ;u*;WN* ; e-r N-c 1 -c 6 7;p3^i/ 
c ! - c j o 7)V*)V% )vn^ )\>m, n - c 2 - c 6 7)vn * isivvtf - ;i/ c x - c 
10 7;^;^JWt ; e-i';us, c 1 -c 6 7Ji/^7.;i/7^r;i/S> c 1 -c 6 7;i/3 

15 c 1 -c 6 7;^^r^;i/^-;^ 75;c r c 6 7J^^M 

tf^^vn;!/^ tf^u^n;^, trpu^-;^ tfa«j-;vs, wj; 
20 & >fvtwj;i«, <yf7^j;^ -f s^i/u;«, wyjjn 

, ^ir^7^/U;^> ^7yU;PS, ^7?7W)V&, ^x~;i/S, MJ7 

i/u;^ tru^;us> \Z7?-)vm* t?y^-;i^> tru^v^s, tr? 
25 #;wnVu;i^ ^ti/u^M, 3v*+mj~;us, 3vu;i^ * 

^>777^;^ ^>W7x^H< 5/>7Un;i/3l, W7f-^ 
T^^U^-^g, 7it»l, 7iW»H, 1>*M$?V 

u;w& ^>\Z**i*vu;i^ ^>y^77u;^ ^>yhU7*/u;i^ 
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ifctK l&VJb3jRtt©C 7 -C 16 ft*5Sr®SR»^ 7-fe^7^l/n;WS, 7^ 

5 , ?TW)m> T-risrvvjvm, ^x-jh, tfy^g 

, fcfu$^-;i/*, truys?~;i^ tr^i/u^g, t?nu;ws 

oaan-B**^* i atsafco 1 ^uiwt* 1 slut©*** 

(5tU<tt6lO^!Mi<, ) 79Vi?-jm* <iV* 

t>7'J^-M, 7xt>XD'J^I/S, y^>^77-M, >>^>VW 
?tt7rXJH > ^75=-^-;^ 7xti^-M, 7xW 

, t^M^yvv)^ ^>*/m7UM, ^>v*^7Vu;i^ 

P$*>]R^ bKD+v'g, 77JWS, N-77;WP75y*, 77M 

;i/*-^>g, 77j^j^;^xM, n-77;^;pa;p/w;i^, 7U- 
7U-;i/^vS, 7U-;ux;i/*-;i/^ 7U-;Px;i/*-;^+^ai 
, 7U-;px;P77 ; e-f;^ 7n-r;«, 7n*>^ n-tcw;^ c 2 
25 -c 6 7;u*y-r;i/^ c 2 -c 6 7;i/#y-r;M-*vg, N-c 2 -c 6 7;i/*y 
-f;P7^yg, N-c 1 -c 6 7;v^;P75/S, n-c 1 -c 10 7;^;^;wn* 
€-r;i/S> n, n-v- c 1 -c 10 7;WP*;PA t; E-r;^ n-c 2 -c 6 7;p 

^r~)Vf})Vn^)vm, N, N-v-c 2 -c 6 7;i/^n;i/^;w^-r;i/^ N- 
75yc 1 -c 10 7H;Wjw\ , HM< N-c 1 -c 6 7;i/n+5>c 1 -c 10 
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7)^M)W^)vm, n - c x - c 6 7;io*->#;i/tf -;uc x - c 1 0 7fr* 

5 y**+f-yu;i^ -f y^7\/u;^ :t*+f-yu;p*> ^tVu;^ ^x- 
tfuswak tf^v 5 -;^ euss?x;wk tfu^-^s, yy;ug 
, fh7kHa77-;n, ^*u/a6, -fy*/u;p«, -rv-oHUM 

& ^>y77-;n, ^>W7x^jh, ^>yy$*vu;i^ ^ 
io >y*-*u-yu;i^ ^>y^ryu;vs, *>V7?~n& ^vy*?** 

l&^L3it0C 7 -C 15 ^fSS^ 7-fe±75P 

-f y*+wj;w«, -fy^ryu;^ tWJM, ^7 x /u;w*, 
5Px-;i,g, tfjv;i/S, tr^x;i^ 5 eu^x;^ y 

M©«*3it££iifc<. ) a*> -ry+yu;^ -fy-OHu;^ x^w>^ 

^^>7x-jH, *:J-yux;PS. ^y^itU-M, ^>y77^H, v 

^>y^t7x-;n, 7it^»s, ^>y-Y^^/u;^ ^>y# 
20 ^yjM, ^>y^7yu;^ ^>^77-;vs, ^tKo^>y77- 

*WI©-«[II 
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K*, RK R 2 > R 3 > R 4 , R 5 0A r ««&IB<05fti*£^rrs. ]"W$ns 
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iv] T^$ft*fc^K:METs;i£#T#5. 

25 , mmmtznm^ ^wc^^Mx^xxrJk »&*^;i/x 

xtjk 7-fehxhu;K ;Wi/7;io-;k x^;i/7;i/3-;k ^>-tfx * 

5/1/ X HKtX ^>l/>, X-x;k 1, 4-^^-y-X xh?kFa7 
3-;k X-x;K 1. 4-^^itX 7-Y?\i*U7y>mifflmV3bZ. 
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^>37X x~r;k 1, fh7kHD77X fh7tFn 

15 2 -5xmtmm(Dj5&~?fcjfc'£'&z>ct\z&r), ±aBHKss en -e^sns 

fc#T*SS. WAtf-ttiC [XII] 




[XII] 



20 [5**, Artt, ME©*5fc*Wr*]T*$n«1fU^ftt, R s -H 
fcS^iiHRS [ XIII] 
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[XIII] 



5 DMten*^Uxy;Wtt*fc*, W©JR*bfcTOtt#«»«IE+, fifths 

10 mm&c 
m i is) 

[X I V] 



15 ] T*3tt*fb£fcSHR5* [V] 



& [XV] 




[XIV] 




[V] 
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XV] 



[iS*, PG'ft 7^JM<DUmm^V, R\ R 2 , R 3 , ArROtPGtti 

IV] T*$n*^«t±IB-«!a: CV] ©4fr&&£S, MTO. 5-9 6 
«fW, #£U<fc£3~2 4l$|igEj£$ii-£. 

7^ H> iixfjI/XXfiK if^^xXfJk 7-fehxhU;k ;*^;i/7 
;i/n-;K x^;i/7;io-;k ^>ifx *~>l/>, tfU>>>, ;P3^>, h;u 

%z.ttfT%z>tf s ji^, ±ib-jrs: [xiv] T^^n^k^fcMUTi. 
2~iom jF*b<iai. 2-2«©±b-«k cv] T*sn*ryu 

20 *;P#*^;P*©ft«*ibT», fl*.***^;^ x^g, tert-y 

5^+;u»f38«*if6n, *T*>*^;vg. x^;us, t e r t-zr^jm, ^ 
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PCT/JPOl/11267 



tf-)V& 7V)V**i/*»vtf~)V&* tert -:t>*^#;u#-;i^0 
^>if>;uU7x;i;i/g^W£>tu ^Tfeyu;!/^^*;^^;^ t 

10 [7dt^t^ T*- >f)V-*77> 9 ' zs^isZ (P r o t e 

ctive Groups in Organic Synthesis), T 
. W. ^U-> (T. W. Greene)!, John Wiley & So 

n sa a 9 8 1) ¥#m ] xte^n\zmrzijmz'&-DTn?z-ttfT%z>o 

15 -HfcS [XV] 



R\ R 2 , R 3 , Ar, PGRlXPG 1 ^ ffifB0&!*&:rr<5] T«mt£ 
20 0#&TT?fifc£tt5E£fc«kOHK& [XVI] 



R 
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R 1 




Med R 1 , R 2 , R 3 > ArWPGHt tuIBOit 

y7 (Protective Groups in Organic Synt 
hesis) , T. W. ^'J-> (T. W. Greene)!, John Wi 
ley & Sonst (1981) ] Xtt*nfc*r*#i*fcft"3 T, 

15 ^ttosqKTK:, - 1 o o & »ifc©tlM*fi£, ^b<«o~30t, o. 

. 1, hU^DDX^X N, N-iSt^JVtiVlkr* H 

l, fh7tHa77>Wfen, &*tt&J&&ft©flkff 

hxhu;K N, N-s^/h^atsP, 1, 4-e?^D->, h;vx>^ 
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. N, N-v^V^DtVl/X^l/T^X N-^mMUX N-*^b 
DiJi?X N-^WHf^U^X N, N-y^W^'JX 1, 8-i?71f 
5 Ifv-^D [5. 4. 0] £>r#-7-X> (DBU) > 1, 

[4. 3. 0] Sir- 5-X> (DBN) #©i3lIM7^ > ; 08*fcft? U 

4-> 5 ^^7^/tru> ? >> tfnux */ux -fy*y 

07;W& U &JR ; «*.tf*SWW- h U ?J<ift{b# U # A^©7;)/;*7 U 
10 ; «A.«^;WU ttb»<D7M U &JI7;V*;Wfc% ; U A 

- t e r t -y^-K ^- h U >)AIf7- K ^ h U O&tJ-y- bmo)7 

15 y 7'a tf ;vx5=-;V7 s >^#<k o # }IT& § . 

sj&t&jb $ nsn&jtiWRi t L/Ttt, m «n - b h p * > y h u 7 y 

y-2, 3-th*D^>-3, 4-S?tFD-4-t 

*y-i, 2, 3-^>yhU7y-;i/^^f6ti, (fnN-tHD^ 
20 >y h u 7y-;wf jfiwrx? 

^i^M^-f s h\ i-^^;i/-2-yD^tfUvx^A7-f h\ n 

xzji/7*X7tU;i/7^H, n, n' -^^v"x$^;^;i/#^~h, n, 

25 N' -^X^S/X^JV^lfW-K 1 3 - (3-^3MV7S/ 

^>yhU7y-i-u^-^v-hux ($**^7$>o y^7,7^n'7 

AA^7M07tX7x-f Mft&Wf6*U fTfcN, N-^DA+i/ 

s i-x^;p-3- (3-^^^75/ypb^) 
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5 mvim, i ~ 5 o mm, $? * v < & 1 ~ 5 mm<Dm%®m\x.zs/x\t 1 ~ 5 

(w, 3 xa> 

[xv i] 



R 1 




10 OMe 

R 1 -. R 2 . R 3 , Ar, PG^ett, fl&SBCDMcS^rr-B] 

] 



R 1 




R 1 , R 2 , R 3 , R 5 , Ar^PGMl Mffi(Dm£#-r3]T^£n 

c tire 
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a*, R*»ajtt7Ki/fcWtt#a»ii4», iehk txvn 

5£<t#T£5^ Sffif, ±IB-jRS [XVI] T^SnStt^fclStLT 2 ~ 

(141© 
-«5* [XVI I] 



[5*+, R 1 , R 2 , R 3 > R 5 > ArRCJtPGHl tulBOlc^Wf^] T^S 



R 1 , R 2 x R 3 , R s &tfAr&, t&fc©*ft£^TS]T£3n*fl;«&<to 




NHPG' 



[XVII] 



R 
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[ynr^T^f^- £>-7°7. • -f> • ■ (Prote 

ctive Groups in Organic Synthesis), T 
. W. ^'J-> (T. W. Greene) f, John Wiley & So 
n stfc (1 9 8 1) ] XtofrtnfcWSrfrttfcftoT, fflAfflftXttttS 

OB 1 18) 

— [X I X] 



[xvi 1 1] 




[XIX] 




[XVIII] 



HO 
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m 2 18) 

5 ±|B-«5S [X I X] t. -#5£ [XX] 



lk-&m tEjfc2&&z:t\z&Q fc-j&a [xvi i] 



10 [5^ R\ R\ R\ R 5 > ArRtfPG 1 ^ MfH0lc*^^rl-^]T^$tl 
15 j^ift, j?*U<tt5 0-1 2 0t, 0. 5-9 6P*M, flF$L<tt2~l 21$ 
20 75 h\ 7*feb>> ^>if>, h;l/XX X-xJk 1, 4- 



R' 

hs-Ur 2 
hVni 
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, N-S^^SMvH'AT'^F, WKTX 3^>l/>. 7thX X-tMK fh 

5 P'J^X N-^WI/kWJv'X N, N-^^7-'JX 1, 

tf$/#P [5. 4. 0] «>>x^-7-X> (DBU) , 1, 5-Tifb^>^D 

[4. 3. o] y^-s-x^ (dbn) momsmm^mr^y. &mmm 

ert-W-h, ^HJ#AX^5-K ^ b U Ym<D7)Vjj 
**{b*U^A, *U^-tert-W-K ^HJ^AX^-K 

s££5&*t#s#, its. ±ia-^ [xix] T^sn§<b£W;:*fbTi. 

2-2 O^S, jfJKttl. 2~5^ft©±HB-«5£ [XX] T^tlSfb^ 

#6>nfc±fB-^ [xvi i] T?*sn-5Yb-&«»«5Sftc©ig4xs, m 

20 ii£A<Z)|| 3-5 XS©^T±IB-^ [ I ] T^£n5{b£WC^-r5 - 

c* 1 1«) 

HW [xxi] 



25 




[XXI] 
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CV] 




[V] 



^i?>®&5tem&mm*T*itm^^ cxxi n 



[ft*, RK R\ R\ RK At, L 2 te, m&<DMft&G'? Zl T^ZtlZ 

10 xi] •»sn*fc'&*£-yeHfta [v] TStznz{k&®£&* sito. 

15 75 h\ ISxfJUXfJk gJ^^WPX^^k 7irhxM);h ^^;ut 
;Pn-;k x?)V7)Vn-)\,, ^>fc?x ^->l/>, tf'JvX Jl/fy>, 

Sr^TfS^, SKT, JilB-jft^ [XXI] T^^tl^b^^bTl. 
2~10^*> #?£U<tel. 2~24M©±fiMfta [V] T^tlS7^U 
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[XXI I] 




5 R\ R 2 , R 3 , Ar, L 2 te, t(|fB©jitBfc&W*r5] T?^£tl5fc'&«& 

<h, -JRS: [XX III] 

R 5 CHO [XXIII] 

XXIV] 



[5**, R l , R 2 , R 3 , R 5 , Ar, L 2 «, *friB<&ati*£3rr*] T^Sft 
Saw*. 

20 s«T«ffl*ns^r«i»iiEtuTtt, s^fci^«*Rif$j&:Vi>b©T»nwr 
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x^;VT;pn-;K n-7°ciAV-;k tf>J-/> 

5 > )V?5?>* h;i/X>, ^>I/X 1, f h7th'D77>f 

m^mm^n^mthxn. mxumm, mm, ^mm, mm, wit 



15 «^hUC7A»^f^n, 4«Tfc^W*:r7~>-?X7WjrT?&£ 



ffi^, ±|B-^ [XXI I] Tg&nZfc&mzttVTl 
. $?£b<tel. 2~2^*©±IB-|S^ [XXI I I] 

20 tU>7;Hrt:h\ 1. 2~10M> ^Kttl. 2~2^ft©^it^ 1~ 

5o^», ^b<«3~5^j»0M^ffl-r^o mnmmm, -mx 

(£3111) 
-feS [XX I V] 




R 
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R 1 , R 2 > R 3 > R 5 , Ar, L 2 te, tWB©**S^rrs] T^Stl* 
fcSf*;i£fc<k0K»£l*HK& [XXV] 




5 R\ R 2 x R\ R 5 , Artt, tflffi©£(*£WrS] T^£ft<5ft£# 

im&m^T, - lOOW^ICMM. $?£b<te-7 8-3 0"C, 0 
10 . 5-96^ ^L<fil2-24 mUSlRfotSltZ £ t^iH^^mmR^Z 

15 7>*w&n«^ mzmxux.-T-M rh7kHP77>, ^da^ 

>TMEDA, A*tf*3\Mx*#7 5> HMPA> M'J^yAiW^n, 
4 , T?t>N,N,N',N 1 — T" h 5*3^X^W>^75 >;W^T&£. 

3^A, t-^I/U^A, 7xx;H)7 Cf 7£> ^^'Jf^AlW^tl 
SCtdtTfSdt, ±|BH»3S [XXIV] T^^n§^^^tT2 



WO 02/053548 



#e»nfc±@B-^ [xxv] T**n*^*ttiefii*Aoji4xs©*ffi 
^ib-hkss [i] T^$n^^w^-e^^o 

5 ttS&F 
C* 1 Xg) 

— jfefc [xxvn 



«4>. Aril MIB©*i*^Wrs] *V&i<nz{£&m£-tB&: [V] 



^>©*5fe*tt»li+T?*JR*:$*, -8*5£ [XXVI I] 



[5*+, R 1 , R 2 , R 3 > Artt, H&IS0lc*$WT§] T*Sn*ft^*fC* 
15 ^t#§o 

vi] T**ns^ttt±c-jRa [v] T*<sn*tf;£4b£*, ii&T?o. 
20 E**T?«fflsn5W«Hw«tbTtt, Ejfcfcs#»£R&£fcv>t>©*eamii 




10 
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73= h\ H^X^Ml/XT^k ^^?JH^7iK 7izhxHJ;k ;* 3^1/7 
)Vn-)V, x^7;i/n-;K 3^>l/X tTUv'X )V?i?>* h)V 

5 XX *->1^X 1, 4 X xh7kHD77>^Wfe>n, *T 

fe^^;i/7;i/n-;x x^;i/7;^n-;k tfu^x j^y>, n, n-v^^ 
;i^;kk7$b\ wvxx ^^i/>^WjtT$>^>, 

%zttfr^z>-t)K its, ±iB-«fiS: [xxvi i] ^snsMfc^ut 

10 1. 2~10fi, ^b<«l. 2~2^fi©±fB-jKS; [V] T^$ns7 

(£12 1*1) 
HBtt [XXV I I] 



R 1 




[XXVII] 



15 r 1 , r 2 , r 3 > Arti «ffB©&!*£^rr*] *sn*<bSftsjM 

fe»ftfflfcS«S*«B5ltK:J:Ofc:-l9^ [XXVI I I] 
R 1 

( Arf hA-NH 2 

VL\ ^3 [ xxviii j 

CHO 

TjDW^t§^tCJ;l5, HHS* [XXIX] 
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(3^^h r3 [xxixi 

>MMfc8l£MrC5~9 £?£b<tel 2-2 4P#Pa1£j&$1*5 

;wfe£4fc ft*. ffWUMMftK ^w**yftft«!fc iaft<fc;g*> 

15 Silt^fS^ iia, ±IB-JR^ [VI I] T^^n^^^^bTO. 
0 2~5 0*M, «P£L<ttl. 2~2^*©m^J^ffl-r^o 

2-^DDX^>, h'J^oni^X N, N-^^SMO/AT^ h\ ^tK 

n-;k x^;i/7;U3-;k n-^n;u-;k ^>ifx 3^>i/X \zyv> 



WO 02/053548 



, ;l/5P>>X hJHX *vl/>, 1, 4->?:**^X Th7kFD77>i 



10 R«T^ffl$ns«J!feWbTtt, MX-ttu**?-^-?*^ mm^?*^ 

ss, ±ib-^ [xxvi 1 1] rmzn&it&mizttL 

T, 1. 2~10fi, #£U<«1. 2~2^*©f£^J, 1~5 0<M, ft 

15 *b<»3~5^«©^^"r§o fern, mmmm. -mxnxti&im 

[xxix] 



20 [5£*> R 1 , R 2 , R 3 , Arfl t&i3©3£i*£;rr3] T^^nsib^tA 
£ii-<5Z:£fc<ke)-jfi!S [XXV] 
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82 




(5£4u R l , R 2 ^ R 3 > R s , Aril ffl!B0fti*£^rr*j* T^ns^tl 

#e.nfc-^ [xxv] -r^$ns^**fflViTiKgfeACD^4xg©^ 



*»BS«ctt, HKsfc [i] rmisn%<b&®<D5%, r 4 ^c-c 3 7W 

io -*a [vii] 



R 1 2 
S-4-R„3 



N H [V||] 



R 5 

[5$*» R 1 , R 2 , R 3 > R 5 > Arfi iWB©*Wc*Wr*] *WStt5fl5#* 
[XXX] 

R 4 L 3 [XXX] 
5 7)V*)W\ 7>fHSE«:$«SJltfcJ:D [XXXI] 




R ?V [XXXI] 
R 4 

[5£*> R 1 , R 2 , R 3 % R 4 , R s , ArU KflB©«i*S^rrs] T^£ft3 
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tz-tfi* m%Kmt. ±ibhRjS [vm x^n^it^mt±u-^ ix 
xx] rmn%7)v*)W\7^ \*z*m&te%m®m*-e, 5-9 6&m 

mm. ^ti^jvxxfik nm^^xxx;k 7irhx:Hj;k ^^;i/7;v 

10 3-;k x^;i/7;Vn-;k n-7°nAV-;k ^>if>, 4^>I/>, h;kn> 
, 1, 4-i?**Dr>, T-b^t:FD77>^^fe>n, 4"T ! b7 

irhxbu;k hjnx *z/u>m-t)mm-v$>z> 0 

±ta-«5£ [vii] T^n§^%ic*fbT, 1 

15 -5 0m $?f;L<«l 0-5 0mm(D±B-^ [XXX] T^$ft3te-& 

#e,nfe±t2-^ [xxx] x^n^it^m^m^xmmkAW,bjM(D 
ijmzM [i] ©^w^t#?>o 

20 jgjg&H 

[I] T^£n3ft£ti<z>51^ R 4 tf*Wt&v>bo\z-o 

[xxv] 



R 1 




[XXV] 



25 [^4>, R 1 ^ R 2 , R 3 , R 5 ; A r ^MIBOlc^^WT^] ^£n3te£$l£ 
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Sift, EJSWJ^^b^^l/>©1i^ji^W^waW4 l > 00 

^ ^ n Diasm#K©i -5 ^aa^nsfflosFftrMTT? 5-96 ism 

;i/> ti/^x7r;K 7-khnhu;K ^^;i/7;i/n-;K x^r;^- 
10 ;k ^>if>, ^>i/>, h^xx ^>i/X x~t;k i. 4-^^> 

, ^DD*M, 1, 2-^DDX^X hU^DOX^X BflfcX^X* 

15 #fci&£te£nfcv^ JM^tc»MX.M3tms7K^ Sim. hU7;w*njfi 

Sdt^TtS^ ®S> ±ffi-«&S; [XXV] T£$nSfc£fcfc;ttLTl. 
20 2-1 0 JfS L < tt 1 . 2-2 ^*©m^J^fflf§. 

25 mw&m 
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>bftM&ft~DT]km&ftMLrco iw©GLP - 1 mm\mm(Din.GL ? - 1 

tcmmt. Student T&££/B^T»f£m\ ^(DKctf^W^H^ 



10.0-. 



7.5- 



CL 
-J 

(5 5.0- 

•s- 



2.5- 



0.0 



P<0.01 




1116 10mg/kg# 
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K*, R 1 , R 2 , R 3 , R 4 , R 5 > ArfttfnttMBOfclft&WTS. 
5 ^fJ^Kttl, R 6 X&Ar±©7k^gK:&tt3:^ X«R 6 XttArJiO 

m v±m&mm»imtTztiz. 
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mwommts to^mi *>7 tj t)vm mm\x\m^mmtvxmm 
5 Tz>z\t%xz%tf, mmtemm*mLTmmtz>zthx%z>o mmmrn 
thru, mzmM* 7wwm<Dmm, ^«h^D3^ *mv) 

^-fe^O-Xlf^ ^©tfj, 7jc, if^X *t%fa, 7^k*7:XA^ 

15 -ne>(D»j, ^^-fe;^j, n^mom^mmt. -mmzuo. 1 

-10 0M*%> $?£L<te5~l 0 0mm%(»W)l&tt*^tSZ.£-?fiX%Z> o 

20 -rzm&comMtemMtisXiz, pmtmtmg*, mmu ( 

X, i^P^#0ji^JX«vn^y^©M«, 0. 5~l0M*%e>» 
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^©iI^n7h^77S, 7>-hibTS i 1 i c age 1 6 OF 

2 4 5 (Merck) «tlTUVW$ffl^fc. ^J7Affly'J^ 

£bTte\ Wakogel™ C-3 0 0 (^M^) £> iS*ffi*7Affl^U* 
10 $*;V£UT», LC-SORB™ SP-B-ODS (Chemco) £fc«Y 

MC-GEL™ ODS-AQ 1 2 0 - S 5 0 (ihttfcZVffiM) fcffl^fc. 

i-Bu : -iVttML 

n-Bu : n-^^a 

t-Bu: t -^;VS 
15 Me : ^Jl^ 

E t : XtM!/S 

Ph : 7x-JH 

i-Pr: -f y^Dtr;^ 

n-P r : n-^o^H 
20 CDC1 3 :1^DD$M 

me thano l-d 4 : J —ft 
DMSO-d 6 :l^fKJl/*+yH 

25 it&Wmi 0 1 6<Pgjt (3— f V7 p Plf;i/-5-7xZi;i/-2 > 3, 4, 5 - 
fh7bFP-lH-U 6 , 4-^>V^7iffcf>-l, 

^DD^^> (3 0 0ml) &cfc£>*2-7i~ 7-3 -pWI/- 1-7* J- 
;i/(5 0. 0g, 4 8 5mmol) ^^S^T^b, o 

(3 5. 0ml, 5 2 4mmo 1) i&ITbf:. ffi£*b*£ffiTf 
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2l$TO#bfco tK (10 0ml) 0 %7kMft^ h U ^ATkiM (10 

Og) ZmtiUL, M^^^JBETT^b^o fil$»)5>^it, @ 
#:7R^b^UC7AT^U, mm<D$Li&m2--(Vyu\Z)V7 : yVi?> (3 6. 
3 g> 4 2 6mmo 1) *%tc (iR$8 8%) 0 
5 X HNMR (CDC 1 s ) 6:0. 9 7 (3H, d, J = 6. 2 Hz) , 1. 0 

3 (3H, d, J = 5. 9Hz) , 1. 0 4-1. 2 0 (1H, m) , 1. 35 
-1. 37 ( 1 H, m) , 1. 71-1. 77 ( 2 H, m) 

N, N, N' , N' -v-Y^^^^Vy-Jr^y (TMEDA) (6 3. 
9ml, 4 2 4mmo 1) oyZu^^y (3 0 0ml) i§?j££&3flU n- 
10 ^;PU^^A(D2. 5M'>^nA^>iI (17 0ml) ^SiPbfco 

7x7-^ (2 3. 3g, 2 12mmol) U M^£-8fc^& 

rmWLfco *<> s S—hV)\> (2 1. 8g, 2 12mmol) ZmntZtZ? 
<J-^#£*l, un^MT-»lfco 7jc (2 0 0ml) £minU jg£« 
*3 0»UWU||, *J|*£MiU H#©7W^bU«>AT!jaaU PH 

15 %i4\zLfr 0 z<D®m*9 o&wmmzit* sfifct^iistsiaup 

20 SO<»fi©»«*J«*7xn;i/ (2-X;V7 7^1/7x^) (3 6 

. 4g, 17 Ommo 1) (K$8 0%) „ 

*HNMR (CDC1 3 ) <5:4. 21 (1H, s), 7. 14-7. 25 (1 
H, m) , 7. 3 1-7. 3 9 (1H, m) , 7. 4 0-7. 6 3 (5H, m) 
, 7. 7 5-7. 8 0 (2H, m) 
25 FAB-MS (m/e) : 2 1 5 [M+H] + 

IilT#?,nmi (0. 3ml) &XS2©*jsK<» (3 0 0mg, 1. 

4 Ommo 1) 0)2, 6 -;i/5Pv> (3. 0ml) S»«ifc:MT«rTUfc. % 

»m u^m^m^smmmwv^ mm a. omn ^»bfc 0 s 
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>/wmtx^jv (9o/io) &mmmttz>%7j*>7uvh?77'(-K&L 

5 4-A>^T1ftf> (2 6 6mg, 0. 9 4 7mmol) (K$6 8% 

) o 

X HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 7Hz), 1. 0 
6 (3H, d, J = 6. 7Hz), 1. 94-2. 11 (1H, m), 2. 96 
(1H, ddd, J = 12. 3, 6. 5, 4. 0Hz) , 3. 27 (1H, dd 
10 , J = 12. 3, 11. 3Hz), 3. 62 (1H, dd, J = ll. 3, 4. 
0Hz) , 7. 09-7. 15 (1H, m) , 7. 32-7. 6 4 (8H, m) 

FAB-MS (m/e) : 2 8 2 [M+H] + 

Ii30M (18 0mg, 0. 6 4 0mraol) 0h>J7MD|fi(3 

. omi) mm\z, 30 a. omi> zmowMmrmnab 

15 fee miXl1&7'& MIIIT-WL, 1 0%^^m^-hUC7A7K^ 

i&mi, 4-i?*tt>mm (3. omi) £*i£-u mmm* (2oomg 

, 3. 0 6mmol) &&*K:mnVit. fl£*teHfl&&aTil#U fi&ftJ^& 
20 TKm^bU^ATK^TMSb, -feMfTlSlL M*X5\n,T 2 llft&ffi b 
, »Wtl^^T^^xK^7?«fe#b, ttMU *ffiTfc«»bfc. 
yW^HT, A+it>/iix^l/ (8 0/2 0) *mMMt?Z>%7&2 

nvh^77^-ciU j3fg©{fr&«i 3 y yn tr;p- 5 -7xx;v- 2 , 

3, 4, 5 -fh7t HD — 1 H— 1 A 6 , 4-A>y^Tifhf>-l, 1-*J 
25 ^>©^7^rW-a (3 5. 8mg, 0. 1 1 4mmo K JR* 1 8 %) 
££tfb (6 2. 6mg, 0. 19 9mmol, JR*3 1%) 
J»£bT#fc. 

l HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 ( 1 H, dd, J = 2 
. 3, 14. 3Hz), 3. 49-3. 58 ( 1 H, m) , 5. 99 (1H, s 
), 6. 68-6. 71 ( 1 H, m) , 7. 33-7. 43 ( 7 H, m) , 8. 
5 13-8. 18(1 H, m) 

FAB-MS (m/e) : 3 1 6 [M + H] + 

X HNMR (CDC 1 8 ) <5:0. 95 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 94 
10 -3. 02 (1H, m), 3. 42-3. 50 (2H, m), 5. 85 (1H, 
s), 6. 88-6. 95 ( 1 H, m) , 7. 29-7. 42 ( 5 H, m) , 7 
. 44-7. 50 (2H, m), 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M + H] + 

15 vxrizmmm 1 tmm\z LT#fcfc^©*«j«**-r. 

jtikmn 0 0 lCPgjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : H ; R 4 : H ; 
R 5 :Ph; n = 0) 

J HNMR (CDC 1 3 ) 6:2. 7 7 (1H, ddd, J = 3. 0, 10. 4 

20 , 14. 1Hz) , 2. 86 (1H, ddd, J = 2. 9, 4. 0, 14. 1H 
z) , 3. 39 (1H, J = ddd, 2. 9, 10. 4, 14. 1Hz) , 3. 
58 (1H, ddd, J = 3. 0, 4. 0, 14. 1Hz), 5. 71 (1H, 
s) , 6. 6 2-6. 6 5 (1H, m) , 7. 03-7. 14 (2H, m) , 7 
. 24-7. 40 (5H, m), 7. 60-7. 6 4 (1H, m) 

25 FAB-MS (m/e) : 2 4 2 [M + H] + 

mrnms 

it^mm 1 0 0 2 CDfljS (Ar :Ph;R':H;R ? :H;R 8 :Me ;R 4 :H 
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X HNMR (CDC 1 3 ) 0:1. 22 (3H, d, J = 6. 5Hz) , 2. 4 

6 (1H, dd, J = 10. 4, 14. 1Hz) , 2. 87 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 48 ( 1 H, J=dqd, 2. 3, 6. 5, 10 
. 4Hz) , 5. 67 (1H, s), 6. 59-6. 63 ( 1 H, m) , 7. 0 

5 0-7. 16 (2H, m) , 7. 26-7. 39 (1H, m), 7. 40-7. 
4 4 (4H, m) , 7. 6 1-7. 6 6 (1H, m) 
FAB-MS (m/e) : 2 5 6 [M + H] + 

10 it&Vmi 0 0 6<Dmm (A r : P h ; R 1 : i -P r ; R 2 : H ; R 3 : H ; R 4 
: H ; R 5 : Ph ; n=0) 
l HNMR (CDC 1 ,) <5:1. 04 (3H, d, J = 6. 8Hz), 1. 0 

7 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 2 (1H, m) , 2. 60 
-2. 68 (1H, m) , 3. 26 ( 1 H, dd, J = 9. 9, 14. 1Hz) 

15 , 3. 44 (1H, dd, J = 2. 7, 14. 1Hz) , 5. 66 (1H, s) 
, 6. 59-6. 65 (1H, m), 7. 00-7. 40 (7H, m), 7. 6 
0 - 7 . 6 3 ( 1 H, m) 
FAB-MS (m/e) : 2 8 3 [M + H] + 

20 %M&\ 5 

jtSMMl 0 0 7(Dmm. (Ar : Ph ; R 1 : i— Pr ;R 2 :H;R 3 :H;R 4 
: H ; R 5 : P h ; n= 2) 

*HNMR (CDC 1 3 ) 6 : 1. 09 (3H, d, J = 6. 9Hz) , 1. 1 
6 (3H, d, J = 6. 9Hz) 2. 8 5-2. 9 5 (1H, m) , 2. 96- 
25 3. 0 3 (1H, m) , 3. 50 (1H, dd, J = 2. 9, 14. 8Hz) , 

3. 74 (1H, dd, J = ll. 1, 14. 8Hz) , 5. 92 (1H, s) 
, 6. 68 (1H, d, J = 8. 9Hz) , 7. 3 0-7. 4 5 (7H, m) , 
8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 3 1 6 [M + H] + 
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it&mmi 0 1 5<DUM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R 5 : P h ; n = 0) 
5 X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 7Hz), 1. 90-2. 05 (1H, m) , 2. 75 
-2. 85 (1H, m), 2. 85-2. 9 4 (2H, m) , 5. 72 (1H, 
s), 6. 72-6. 79 (1H, m) , 7. 05-7. 16 (2H, m), 7 
. 24-7. 38 (5H, m) , 7. 48-7. 51 (1H, m) 

10 FAB-MS (m/e) : 2 84 [M+H] + 

ik&mW 10 17 <DW& 

mfUt7-a (Ar : Ph ; R 1 : H ; R 2 : H; R 3 : i-Pr ;R 4 :M 
15 e ; R 5 : P h ; n = 0 ) 

X HNMR (CDC 1 3 ) 6:0. 91 (3H, d, J = 6. 9Hz), 1. 0 
2 (3H, d, J = 6. 9Hz), 1. 58-1. 71 (1H, m) , 2. 19 
(3H, s), 2. 47-2. 54 (1H, m), 2. 70-3. 00 (2H, m 
), 5. 97 (1H, s) , 6. 76-6. 72 (1H, m) , 7. 22-7. 
20 4 1 (5H, m) , 7. 6 0-7. 6 5 (3H, m) 
FAB-MS (m/e) : 2 9 8 [M+H] + 
^7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :M 
e ; R 5 : Ph ; n = 0) 
X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 1. 1 
25 7 (3H, d, J = 6. 9Hz) , 1. 58-1. 71 (1H, m), 1. 78 
(3H, s) , 2. 6 3-3. 0 0 (3H, m) , 6. 03 ( 1 H, s) , 6. 7 
6-6. 72 (1H, m) , 7. 22-7. 41 (5H, m) , 7. 65-7. 

6 9 (3H, m) 

FAB-MS (m/e) : 2 9 8 [M+H] + 
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mmms 

%&®W 10 3 1 Ogjj 

^7^fVf7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 4-OH-Ph ; n = 0) 

'HNMR (CDC 1 s ) (5:0. 93 (3H, d, J = 6. 9Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 5 ( 1 H, m) , 2. 44 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd. J = 2 
. 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 
10 8 Hz) , 5. 07 (1H, s), 6. 60-6. 64 (1H, m), 6. 83 
(2H, d, J = 8. 6Hz) , 7. 02-7. 13 (2H, m) , 7. 27 ( 
2H, d, J = 8. 6Hz) , 7. 6 0-7. 6 4 (1H, m) 

FAB-MS (m/e) : 3 0 0 [M+H] + 
^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
15 ; R 5 : 4-OH-Ph ; n = 0) 

*HNMR (CDClg) 6:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 95-2. 05 (1H, m) , 2. 76 
-2. 83 (1H, m) , 2. 87-2. 9 4 (2H, m) , 5. 65 (1H, 
s) , 6. 7 8-6. 8 2 (1H, m) , 6. 80 (2H, d, J = 8. 6Hz 
20 ) , 7. 10-7. 14 (2H, m), 7. 20 (2H, d, J = 8. 6Hz) 
, 7. 49-7. 52 ( 1 H, m) 
FAB-MS (m/e) : 3 0 0 [M+H] + 

25 flr&4feJ09l 0 3 2Q§Sjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R 5 : 4-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 4Hz) , 0. 9 
8 (3H, d, J = 6. 4Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 00 (1H, m) , 3. 3 5-3. 5 2 (2H, m) , 5. 77 (1H, 
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s) , 6. 83 (2H, d, J = 8. 5Hz) , 6. 9 2-6. 9 7 (1H, m 
) , 7. 18 (2H, d, J = 8. 5Hz) , 7. 4 5- 7. 4 8 (2H, m) 
, 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M + H] + 

5 

mmrn 1 o 

fb^WJl 0 3 3<Dmfe (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 3-OH-Ph ; n=2) 
*HNMR (CDC1 3 ) 6:0. 95 (3 H, d, J = 7. OHz), 1. 0 

10 0 (3H, d, J = 6. 8Hz), 1. 95-2. 10 (1H, m), 2. 98 
-3. 04 (1H, m) , 3. 4 0-3. 5 5 (2H, m) , 5. 82 (1H, 
s) , 6. 80 (1H, dd, J = 2. 9, 7. 8Hz) , 6. 83 ( 1 H, d 
, J = 2. 9Hz) , 6. 90 (1H, d, J = 7. 6Hz) , 6. 95-6. 
98 (1H, m) , 7. 25 (1H, dd, 3 = 7. 6, 7. 8Hz), 7. 4 

15 7-7. 50 (2H, m), 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 34 6 [M+H] + 

mmm 1 1 

fc&mm io34 <pmt 

20 mfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:1. 00 (3H, d, J = 7. 5Hz), 1. 0 
0 (3H, d, J = 7. 5Hz), 1. 82-1. 94 (1H, m) , 3. 17 
(1H, dd, J = ll. 3, 14. 5Hz) , 3. 47 ( 1 H, dd, J = 2 
25 . 8, 14. 5Hz), 3. 48-3. 58 (1H, m), 6. 07 (1H, s 
), 6. 80-6. 85 ( 2 H, m) , 6. 94-6. 97 ( 1 H, m) , 7. 
06-7. 10 (1H, m) , 7. 21-7. 28 ( 1 H, m) , 7. 49-7 
. 53 (2H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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^7XfVt"?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 92-2. 05 (1H, m), 2. 92 
5 -3. 02 (1H, m) , 3. 46 ( 1 H, dd, J = 9. 6, 14. 3Hz) 
, 3. 57 (1H, dd, J = l. 9, 14. 3Hz) , 6. 13 (1H, s) 
, 6. 80-6. 8 6 (2H, m) , 6. 96-7. 00 (2H, m), 7. 1 
2-7. 17 (1H, m), 7. 2 5-7. 32 (1H, m), 7. 53-7. 
61 (2H, m), 8. 13-8. 17 (1H, m) 
10 FAB-MS (m/e) : 3 3 2 [M+H] + 

mmm 1 2 

ft&mm 1035 omm. 

^7^f^t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
15 ; R 5 : 4-MeO-Ph ; n = 0) 

'HNMR (CD C 1 3 ) 5:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 75-1. 85 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 9, 11. 
20 4Hz), 3. 85 (3H, s), 5. 81 (1H, s), 6. 72-6. 76 
(1H, m) , 6. 95 (2H, d, J = 8. 8Hz) , 7. 32 (2H, d, 
J = 8. 8Hz), 7. 34-7. 41 (2H, m) , 8. 12-8. 16 (1 
H, m) 

FAB-MS (m/e) : 3 4 6 [M+H] + 
25 ^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-MeO-Ph ; n = 0) 
J HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 98 
(1H, ddd, J = 3. 7, 5. 6, 9. 1Hz) , 3. 43 (1H, dd, 
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J = 9. 1, 14. 6Hz) , 3. 50 (1H, dd, J = 3. 7, 14. 6H 
z) , 3. 82 (3H, s) , 5. 79 (1H, s) , 6. 8 8 -6. 9 6 (1 
H, m) , 6. 91 (2H, d, J = 8. 8Hz) , 7. 24 (2H, d, J = 
8. 8Hz) , 7. 4 3-7. 5 0 (2H, m) , 8. 13-8. 17 (1H, 
5 m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 

nmm 1 3 

\k%Mm 1 0 3 6 Ogjft (A r : P h ; R 1 : H ; R 2 : H ; R 3 : l-Pr;R 4 
10 :H; R 5 : 3-MeQ-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz) , 0. 9 
9 (3H, d, J = 7. 0Hz), 1. 92-2. 05 (1H, m) , 2. 95 
-3. 00 (1H, m), 3. 40-3. 05 (2H, m) , 3. 79 (3H, 
s) , 5. 82 (1H, s) , 6. 8 2-6. 9 8 (4H, m) , 7. 29 (1 
15 H, dd, J — 7. 4, 8. 3 Hz) , 7. 43-7. 47 (2H, m) , 8. 
12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 3 46 [M+H] + 

$mm 1 4 
20 j^MU o 3 7<pmm 

^77fl/t7-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
; R 5 : 2-MeO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 7Hz), 0. 9 
6 (3H, d, J = 6. 7Hz), 1. 76-1. 85 (1H, m) , 3. 06 
25 (1H, dd, J = 1 1 . 5, 14. 3Hz), 3. 45 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 54 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz), 3. 70 (3H, s), 6. 12 (1H, s), 6. 67-6. 70 
(1H, m) , 6. 92 (1H, d, J = 8. 2Hz) , 7. 06 (1H, t, 
J = 7. 5Hz), 7. 30-7. 40 (3H, m), 7. 50 (1H, dd, 
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J = 1 . 5, 7. 5 H z ) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 4 6 [M+H] + 
yy^fl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr; R 4 : H 
; R 5 : 2-MeO-Ph ; n = 2) 
5 ! HNMR (CDC 1 3 ) 6:0. 92 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz), 1. 90-2. 01 (1H, m), 2. 83 
-2. 93 (1H, m) , 3. 55 (2H, d, J = 6. 0Hz) , 3. 7 8 ( 
3H, s) , 5. 92 (1H, s) , 6. 8 6-6. 9 0 (1H, m) , 6. 9 

4 (1H, d, J = 8. 2Hz) , 6. 99 (1H, t, J = 7. 5Hz) , 7 
10 .2 6-7.4 5 (4H, m) , 8. 14-8. 18 ( 1 H, m) 

FAB-MS (m/e) : 346 [M+H] + 

mmmi 5 

fc&mn 1Q40 <om& 

15 5?77fW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :4-BnO-Ph;n = 0) 
'HNMR (CDC 1 3 ) 6:0. 9 4 (3 H, d, J = 6. 8 Hz) , 0. 9 

5 (3H, d, J = 6. 8Hz) , 1. 65-1. 7 4 (1H, m), 2. 43 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 

20 . 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 

8Hz) , 5. 10 (2H, s) , 5. 59 (1H, s) , 6. 60-6. 64 
(1H, m) , 7. 01 (2H, d, J = 8. 8Hz) , 7. 02-7. 12 ( 

2H, m) , 7. 35 (2H, d, J = 8. 8Hz) , 7. 3 3-7. 4 9 (5 

H, m) , 7. 6 0- 7. 6 4 (1H, m) 
25 FAB-MS (m/e) :3 9 0 [M+H] + 

^7XfVt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

;R 5 : 4-BnO-Ph ; n = 0) 
X HNMR (CDC 1 8 ) <5:0. 94 (3 H, d, J = 6. 8 Hz) , 0. 9 

4 (3H, d, J = 6. 8Hz), 1. 95-2. 09 (1H, m), 2. 83 
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-2. 91 (3H, m) , 5. 07 (2H, s) , 5. 69 ( 1 H, s) , 6. 
7 9- 6. 8 2 (1H, m) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 0 
9-7. 17 (2H, m) , 7. 26 (2H, d, J = 8. 8Hz) , 7. 30 
-7. 49 (5H, m) , 7. 50-7. 52 (1H. m) 
5 FAB-MS (m/e) : 3 9 0 [M + H] + 

$mm 1 6 

itjSWn 0 4 1CD8BS (Ar iPhjR^HiR^HjR 3 : i-Pr;R 4 
: H ; R 5 : 4-BnQ-Ph ; n= 1) 

10 l HNMR (CDC 1 8 ) <5 : 0. 90 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 9 0 (1H, m) , 2. 58 
-2. 62 (1H, m) , 3. 04 (1H, dd, J=4. 8, 13. 0Hz) 
, 3. 50 (1H, dd, 1 = 7. 4, 13. 0Hz) , 5. 09 (2H, s) 
, 5. 28 (1H, s) , 6. 84 ( 1 H, d, J = 7. 9Hz) , 6. 99 ( 

15 2H, dd, J = 2. 0, 6. 7Hz), 7. 25 (2H, dd, J = 2. 0, 
6. 7Hz) , 7. 3 0-7. 54 (7H, m) , 7. 95 ( 1 H, dd, J = 
1. 2, 7. 9Hz) 
FAB-MS (m/e) : 4 0 6 [M + H] + 

20 m&m 1 7 

ik&WWl 0 4 2<DW& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: OH ; R 5 : 4-BnO-Ph ; n=l) 

*HNMR (CDC 1 3 ) 6:1. 03 (3H, d, J = 6. 8Hz), 1. 1 
4 (3H, d, J = 6. 8Hz) , 1. 8 2- 1. 9 6 (1H, m) , 3. 08 
25 -3. 26 (2H, m), 3. 44-3. 57 (1H, m), 4. 21 (1H, 
s), 5. 10 (2 H, s), 5. 19 (1H, s), 6. 84 (1H, d, J 
= 7. 7Hz) , 7. 00 (2H, d, J = 8. 9Hz) , 7. 31 (2H, d 
, J = 8. 9Hz), 7. 26-7. 56 (7H, m), 7. 84-7. 94 ( 
1H, m) 
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FAB-MS (m/e) :42 2 [M + H] + 
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mmm 1 8 

ik&toWl 0 4 3QgKji (Ar iPhjR^HiR^HjR 3 : i-Pr;R 4 
5 : H ; R 5 : 4-BnO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 89-2. 00 (1H, m), 2. 94 
-3. 01 (1H, m) , 3. 41 (1H, dd, J = 9. 1, 14. 3Hz) 
, 3. 49 (1H, dd, J = 3. 4, 14. 3Hz) , 5. 08 (2H, s) 
10 , 5. 79 (1H, s), 6. 93-7. 00 (1H, m) , 6. 99 (1H, 
d, J = 9. 0Hz) , 7. 25 (2H, d, J = 9. OHz) , 7. 32-7 
. 50 ( 7 H, m) , 8. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 42 2 [M + H] + 

15 mmm 1 9 

y7Xf^t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 -Bn-Ph ; n = 2) 
X HNMR (CDC 1 s ) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz) , 1. 7 4- 1. 8 6 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 2, 4. 8, 11. 
5 Hz) , 5. 08 (2H, s), 5. 86 (1H, s) , 6. 95-7. 00 
(2H, m) , 7. 05 (1H, d, J = l. 7Hz) , 7. 2 6-7. 4 6 C 
25 8 H, m) , 8 . 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 4 2 2 [M+H] + 
S?7^fl/f?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-Bn-Ph ; n=2) 
'HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 90-2. 04 ( 1 H, m) , 2. 96 
(1H, ddd, J = 3. 8, 5. 8, 8. 7Hz) , 3. 43 (1H, dd, 
J = 8. 7, 14. 2Hz), 3. 50 (1H, dd, J = 3. 8, 14. 2H 
z) , 5. 05 (2H, s) , 5. 82 ( 1 H, s) , 6. 8 9-6. 9 9 (4 
5 H, m) , 7. 2 5-7. 5 0 (8H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) :42 2 [M + H] + 

ikGMM 1 0 4 5 Dggji 

10 PrZf-V^—a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R s : 2-BnO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz), 0. 9 
5 (3H, d, 3=7. 0Hz) , 1. 7 5- 1. 8 6 (1H, m) , 3. 04 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 

15 . 2, 14. 3Hz) , 3. 55 (1H, ddd, J = 2. 2, 4. 9, 11. 
5Hz) , 4. 95 (1H, d, J = 12. 3Hz) , 5. 03 (1H, d, J 
= 12. 3Hz), 6. 25 (1H, s) , 6. 72-6. 76 (1H, m), 
6. 96 (1H, dd, J = l. 0, 8. 2Hz) , 7. 05-7. 13 (3H 
, m) , 7. 18-7. 29 (3H, m) , 7. 2 9-7. 3 9 (3H, m) , 

20 7. 5 7 (1H, dd, J = l. 3, 7. 5Hz), 8. 12-8. 15 (1H 
, m) 

FAB-MS (m/e) :42 2 [M + H] + 
VTT.'rV^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 2-BnO-Ph ; n=2) 
25 X HNMR (CDC 1 8 ) (5:0. 85 (3H, d, J = 6. 8Hz), 0. 8 
8 (3H, d, J = 6. 8Hz), 1. 84-2. 00 (1H, m), 2. 85 
(1H, dd, J = 6. 4, 12. 8Hz) , 3. 52 (2H, d, J = 6. 4 
Hz) , 5. 01 (1H, d, J = 12. 0Hz) , 5. 06 (1H, d, J = 
12. OHz) , 5. 98 (1H, s) , 6. 87-6. 91 (1H, m) , 6 
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. 99-7. 04 (2H, m), 7. 13-7. 17 (2H, m) , 7. 2 3- 
7. 32 (3H, m) , 7. 3 2- 7. 3 7 (2H, m) , 7. 38-7. 46 
(2H, m) , 8. 13-8. 1 7 (1H, m) 
FAB-MS (m/e) :4 2 2 [M + H] + 

5 

m&M2 1 

jb^Mi 0 4 6(DMji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

: H ; R 5 : 4-P hCH^CH^O-Ph ; n=2) 
: HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
10 7 (3H, d, J = 6. 8Hz), 1. 70-1. 88 (1H, m) , 3. 06 

(1H, dd, J = ll. 3, 14. 1Hz) , 3. 13 (2H, t, J = 7. 

0Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 1Hz) , 3. 50 (1 

H, ddd, J = 2, 2, 4. 9, 11. 3Hz) , 4. 22 (2H, t, J = 

7. 0Hz), 5. 79 (1H, s), 6. 71-6. 75 (1H, m), 6. 
15 9 4 (1H, d, J = 8. 7Hz), 7. 20-7. 40 (9H, m), 8. 1 

0-8. 15 (1H, m) 
FAB-MS (m/e) :43 6 [M+H] + 

m&M2 2 

20 0 4 7<P»jfi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

: H ; R 5 : 3 — OH — 3 —Me — B u ; n = 0) 

*HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 33 (6H, s), 1. 64-1. 75 
(1H, m) , 2. 02 (1H, t, J = 6. 2Hz) , 2. 43 (1H, dd 

25 , J = 10. 7, 13. 9Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 
9Hz) , 3. 04 (1H, ddd, 1 = 2. 2, 5. 2, 10. 7Hz), 4 
. 22 (1H, t, J = 6. 2Hz), 5. 59 (1H, s), 6. 59-6. 
63 (1H, m) , 6. 94 (2H, d, J = 8. 5Hz), 7. 03-7. 1 
2 (2H, m) , 7. 35 (2H, d, J = 8. 5Hz) , 7. 61-7. 64 
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(1H, m) 

FAB-MS (m/e) : 3 8 6 [M + H] + 



mmm2 3 
5 it^mi 1050 (omm 

zSJX'rUt^-a ( A r : Ph ; R 1 : H ; R z : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4 — nP r NHCOCH 2 O- P h ; n = 0) 

X HNMR (CDC 1 8 ) 6:0. 91-0. 97 (9H, m), 1. 50-1 
. 65 (3H, m) , 2. 42 (1H, dd, J = 10. 8, 13. 9Hz) , 
10 2. 8 9 (1H, dd, J = 2. 2, 13. 9Hz) , 3. 2 2-3. 3 6 (1 
H, m) , 3. 2 8-3. 3 8 (2H, m) , 4. 52 (2H, s) , 5. 62 
(1H, s) , 6. 52-6. 57 (1H, m) , 6. 94 (2H, d, J = 8 
. 8Hz) , 7. 00-7. 12 (2H, m) , 7. 38 (2H, d, J = 8. 
8Hz) , 7. 6 2-7. 6 5 (1H, m) 
15 FAB-MS (m/e) : 3 9 9 [M + H] + 

^TXfl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

X HNMR (CDC 1 3 ) 6:0. 85-1. 00 (9H, m), 1. 50-1 
. 65 (2H, m), 1. 90-2. 00 ( 1 H, m) , 2. 73-2. 89 ( 
20 3H, m) , 4. 50 (2H, s) , 5. 67 ( 1 H, s) , 6. 72-6. 7 
3 (1H, m) , 6. 90 (2H, d, J = 8. 7Hz), 7. 10-7. 15 
(2H, m) , 7. 28 (2H, d, J = 8. 7Hz) , 7. 5 0-7. 5 3 ( 
1H, m) 

FAB-MS (m/e) : 3 9 9 [M + H] + 

25 

H»J2 4 

Ifrjlffg 10 5 1 <Dm& 

3?7XfUt7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-n-P rNHCOCH 2 0-Ph ; n = 2) 
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X HNMR (CD C 1 3 ) 6:0. 94 (3 H, t, J = 7. 5Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 0. 98 (3H, d, J = 6. 7Hz) , 1 
. 5 3- 1. 6 5 (2H, m) , 1. 7 4- 1. 8 9 (1H, m) , 3. 07 ( 
1H, dd, J = l 1. 3, 14. 1Hz) , 3. 33 (1H, t, J = 6. 8 
5 Hz) , 3. 35 (1H, t, J = 6. 8Hz) , 3. 44 ( 1 H, dd, J = 

2. 3, 14. 1Hz) , 3. 50 (1H, ddd, J-2. 3, 5. 4, 11 
. 3Hz) , 4. 53 (2H, s), 5. 85 (1H, s), 6. 59 (1H, 
brs) , 6. 6 9-6. 7 2 (1H, m) , 6. 97 (1H, d, J = 8. 6 
Hz), 7. 35 (1H, d, J = 8. 6Hz), 7. 35-7. 41 (2H, 

10 m) , 8. 1 3-8. 1 6 (1H, m) 

FAB-MS (m/e) : 4 3 1 [M + H] + 
y7Xfl/t?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-n-P r NHCOCH 2 0-Ph ; n = 2) 
*HNMR (CDC 1 3 ) 6:0. 94 (3 H, t, J = 7. 6Hz), 0. 9 
15 5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 51-1. 71 ( 2 H, m) , 1. 89-2. 00 ( 1 H, m) , 2. 97- 

3. 04 (1H, m), 3. 31 (1H, t, J = 6. 9Hz), 3. 33 (1 
H, t, J = 6. 9Hz) , 3. 4 0-3. 5 0 (2H, m) , 4. 51 (2H 
, s) , 5. 81 (1H, s) , 6. 60 (1H, brs), 6. 91-6. 9 

20 6 (1H, m) , 6. 93 (1H, d, J = 8. 7Hz) , 7. 27 ( 1 H, d 
, J = 8. 7Hz), 7. 45-7. 52 (2H, m), 8. 14-8. 19 ( 
1H, m) 

FAB-MS (m/e) : 43 1 [M + H] + 
25 HMM2 5 

jfrttflji 1052 om& 

^7X7Vf7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3 -n-P r NHCOCH 2 0-Ph ; n=2) 
X HNMR (CDC 1 3) <5:0. 93 (3H, t, J = 7. 4Hz), 0. 9 
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9 (3H, d, J = 6. 8Hz) , 0. 99 (3H, d, J = 6. 8Hz) , 1 
. 5 2- 1. 6 5 (2H, m) , 1. 7 5- 1. 8 9 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 5, 14. 4Hz) , 3. 31 (1H, t, J = 6. 6 
Hz) , 3. 33 (1H, t, J = 6. 6Hz) , 3. 46 ( 1 H, dd, J = 
5 2. 2, 14. 4Hz) , 3. 50 (1H, ddd, J = 2. 2, 5. 0, 11 
. 5Hz) , 4. 51 (3H, s) , 5. 91 (1H, s) , 6. 61 (1H, 
brs) , 6. 69-6. 73 (1H, m) , 6. 87-6. 92 (1H, m) 
, 7. 04 (1H, d, J = 7. 9Hz) , 7. 3 3-7. 4 3 (3H, m) , 
8. 13-8. 17 (1H, m) 

10 FAB-MS (m/e) :43 1 [M + H] + 

^7Xfl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-n-P rNHCOCH 2 0-Ph ; n=2) 

*HNMR (CDC1 3 ) 6:0. 92 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 

15 . 50-1. 65 ( 2 H, m) , 1. 91-2. 03 (1H, m), 3. 01 ( 
1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 29 (1H, t, J = 
6. 4Hz) , 3. 32 (1H, t, J = 6. 4Hz) , 3. 42 (1H, dd 
, J = 8. 8, 14. 3Hz) , 3. 46 (1H, dd, J = 3. 6, 14. 3 
Hz), 4. 48 (3H, s), 5. 84 (1H, s) , 6. 59 (1H, br 

20 s), 6. 85-6. 89 ( 1 H, m) , 6. 93 (1H, s), 6. 94 (1 
H, d, J = 7. 8Hz) , 7. 00 ( 1 H, d, J = 7. 8Hz) , 7. 32 
(1H, t, J = 7. 8Hz), 7. 46-7. 53 (2H, m), 8. 15- 
8. 19 (1H, m) 
FAB-MS (m/e) : 431 [M+H] + 

25 

tt&mm io53 cpgjg 

mfW^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr; R 4 : H 
; R s : 2-n-P rNHCOCH 2 0-Ph ; n=2) 
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X HNMR (CDClg) 6:0. 75 (3H, t, 1 = 7. 4Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
. 3 7- 1. 5 2 (2H, m) , 1. 7 7- 1. 8 5 (1H, m) , 3. 02- 
3. 22 (2H, m) , 3. 49 (1H, dd, J = 2. 2, 7. 2Hz) , 3 
5 . 56 (1H, m) , 4. 21 (1H, d, J = 14. 1Hz) , 4. 40 (1 
H, d, J = 14. 1Hz) , 6. 38 (1H, s) , 6. 6 5-6. 6 9 (1 
H, m) , 6. 69 (1H, brs) , 6. 83 (1H, d, J = 7. 6Hz) 
, 7. 17 (1H, t, J = 7. 6Hz) , 7. 34-7. 44 (3H, m) , 
7. 64 (1H, d, J = 7. 6Hz) , 8. 10-8. 14 (1H, m) 
10 FAB-MS (m/e) : 431 [M+H] + 

^7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 2-n-P rNHCOCH 2 0-Ph ; n = 2) 

J HNMR (CDC1 3 ) 6:0. 77 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 00 (3H, d, J = 6. 8Hz) , 1 
15 . 30-1. 51 (2H, m) , 2. 03-2. 13 (1H, m), 2. 75- 
2. 85 (1H, m), 3. 08-3. 23 (2H, m) , 3. 59-3. 62 
(2H, m) , 4. 21 (1H, d, J = 1 4. 2Hz) , 4. 40 (1H, d 
, J = 14. 2Hz) , 6. 27 (1H, s) , 6. 7 3-6. 7 6 ( 1 H, m 
) , 6. 88 (1H, d, J = 7. 8Hz) , 6. 90 (1H, brs) , 7. 
20 17 (1H, t, J = 7. 8Hz), 7. 40 (1H, t, J = 7. 8Hz), 
7. 4 2- 7. 4 9 (2H, m) , 7. 67 ( 1 H, d, J = 7. 8Hz) , 8 
. 05-8. 09 (1H, m) 
FAB-MS (m/e) :43 1 [M + H] + 

25 £MM2 7 

tt&mW 10 9 1 <DWk 

i?7Zf-U3"?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-C1, 4-Me-Ph;n = 2) 
*HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 8 Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 8 (1H, m) , 2. 41 
(3H, s) , 3. 04 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 

4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 4 5-3. 5 5 ( 1 H, m 
) , 5. 87 (1H, s) , 6. 71-6. 7 4(1 H, m) , 7. 15 (1H 
5 , dd, J = l. 6, 7. 8Hz) , 7. 26 (1H, d, J = 7. 8Hz) , 

7. 3 5 -7. 4 5 (3H, m) , 8. 12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 6 4/3 6 6 [M+H] + 

mrVtY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4 -M e - P h ; n = 2) 
10 *HNMR (CDC 1 ,) 6:0. 95 (3H, d, J = 6. 4Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 38 
(3H, s) , 2. 95-3. 05 (1H, m), 3. 40-3. 50 (2H, 

m) , 5. 99 (1H, s) , 6. 94 ( 1 H, m) , 7. 03 (1H, dd, 
J = l. 6, 7. 8Hz) , 7. 20 (1H, d, J = 7. 8Hz) , 7. 36 
15 (1H, d, J = l. 6Hz) , 7. 4 7-7. 5 0 (2H, m) , 8. 13- 

8 . 16 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4/3 6 6 [M + H] + 

20 tt&mm 1097 omt 

5?77f^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 3— HO— 4-Me— Ph ; n = 2) 

*HNMR (CDC 1 ,) 5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 ( 1 H, m) , 2. 28 
25 (3H, s) , 3. 07 ( 1 H, dd, J = ll. 3, 14. 3Hz) , 3. 4 
2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 4 6- 3. 5 2 (1H, m 
), 5. 77 (1H, s), 6. 67-6. 87 (3H, m), 7. 16 (1H 
, d, J = 7. 6Hz) , 7. 3 6-7. 3 9 (2H, m) , 8. 11-8. 1 
4 (1H, m) 
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FAB-MS (m/e) : 3 4 6 [M+H] + 
S?7^fW-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 3 — HO — 4 —Me — P h ; n = 2) 
X HNMR (CDC1 3 ) 6:0. 94 (3H, d, J = 6. 8 Hz) , 0. 9 
5 8 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 0 3 ( 1 H, m) , 2. 25 
(3H, s) , 2. 9 4-3. 0 2 (1H, m) , 3. 4 8- 3. 5 2 (2H, 
m) , 5. 75 (1H, s) , 6. 74 (1H, d, J = l. 5Hz), 6. 8 
0 (1H, dd, J = l. 5, 7. 6Hz) , 6. 9 5-6. 9 8 (1H, m) 
, 7. 12 (1H, d, J = 7. 6Hz) , 7. 4 5-7. 4 8 (2H, m) , 
10 8. 12-8. 15(1 H, m) 

FAB-MS (m/e) : 3 46 [M+H] + 

mmm2 9 

1 0 9 8 (pmm 

15 ^7ktV-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — PhCH20 — 4— Me — Ph ; n=2) 
'HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 7Hz), 0. 9 

6 (3H, d, J = 6. 7Hz) , 1. 7 2- 1. 8 5 (1H, m) , 2. 32 
(3H, s) , 3. 07 (1H, dd, J = ll. 6, 14. 2Hz) , 3. 4 

20 2 (1H, dd, J = 2. 2, 14. 2Hz) , 3. 47-3. 54 ( 1 H, m 
) , 5. 06 (1H. d, J = 2. 8Hz) , 5. 06 ( 1 H, d, J = 2. 8 
Hz) , 5. 79 (1H, s) , 6. 74 (1H, dd, J = l. 9, 6. 9H 
z) , 6. 91-6. 94 (2H, m) , 7. 21 (1H, d, J = 7. 6Hz 
) , 7. 30-7. 43 ( 7 H, m) , 8. 12-8. 15 ( 1 H, m) 

25 FAB-MS (m/e) :43 6 [M + H] + 

^7^fl/f?^-b (Ar :Ph;R 1 :H;R 2 :H;R 3 : i -P r ; R 4 : H 
; R 5 : 3 — P h CH 2 O — 4 -Me — P h ; n = 2) 
*HNMR (CDC1 3 ) (5:0. 93 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 92-2. 01 (1H, m) , 2. 30 
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(3H, s), 2. 92-2. 98 ( 1 H, m) , 3. 39-3. 53 (2H, 
m) , 5. 03 (2 H, s) , 5. 7 8 (1H, s) , 6. 82-6. 90 (3 
H, m) , 7. 16 (1H, d, J = 7. 6Hz) , 7. 2 9-7. 4 9 (7H 
, m) , 8 . 12-8. 15 (1H, m) 
5 FAB-MS (m/e) : 4 3 6 [M+H] + 

mmms o 

jk&W&n 0 9 9 0g3fi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H; R 5 : 3— MeO — 4— Me — Ph ; n = 2) 
10 X HNMR (CDC 1 3 ) <5 : 0. 96 (3H, d, J = 6. 7Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 9 4-2. 0 7 (1H, m) , 2. 03 
(3H, s), 2. 95-3. 02 (1H, m) , 3. 41-3. 56 (2H, 
m), 3. 77 (3H, s) , 5. 81 (1H, s) , 6. 79-6. 82 (2 
H, m) , 6. 92-6. 95 ( 1 H, m) , 7. 13 (1H, d, J = 7 . 3 
15 Hz), 7. 45-7. 48 (2H, m), 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

^WJ3 1 

jk&MH 1 0 KPggjig (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
20 :H; R 5 : 3 - v i n y 1 - 4 -Me -P h ; n= 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 02 (1H, m) , 2. 36 
(3H, s), 2. 95-3. 05 (1H, m), 3. 40-3. 55 (2H, 

m) , 5. 28 (1H, dd, J = l. 3, 10. 9Hz) , 5. 59 ( 1 H, 
25 dd. J = l. 3, 17. 4Hz) , 5. 81 (1H, s) , 6. 94 (1H, 

dd, J = 10. 9, 17. 4Hz) , 6. 9 0-7. 0 0 ( 1 H, m) , 7. 

09 (1H, dd, J = l. 9, 7. 8Hz) , 7. 13 (1H, d, J = 7. 

8Hz), 7. 45-7. 50 (2H, m), 7. 65-7. 75 (1H, m) 

, 8. 14-8. 17 (1H, m) 



WO 02/053548 

110 

FAB-MS (m/e) : 3 5 6 [M + H] + 



PCT/JPO 1/11267 



mmm3 2 

{k&VoM 110 2 (DMfe ( A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
5 :H; R 5 : 3- i P rO-4-Me-Ph ; n = 2) 

*HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 29 (3H, d, J = 6. OHz) , 1 
. 29 (3H, d, J = 6. OHz) , 1. 9 5-2. 0 8 ( 1 H, m) , 2. 
21 (3H, s), 2. 93-3. 02 (1H, m) , 3. 41-3. 54(2 
10 H, m) , 4. 4 0-4. 5 0 (1H, m) , 5. 7 5 (1H, s) , 6. 7 8 
-6. 81 ( 2 H, m) , 6. 92-6. 9 4 ( 1 H, m) , 7. 14 ( 1 H. 
d, J = 7. 9Hz) , 7. 44-7. 47 (2H, m) , 8. 12-8. 15 
(1H, m) 

FAB-MS (m/e) : 3 8 8 [M+H] + 

15 

fmrn 3 3 

iio6 <omt 

mfm-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 6 : 3 — OH— 4 — Me O — P h ; n=2) 
20 l HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 71-1. 82 ( 1 H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz), 3. 41 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 ( 1 H, ddd, J = 2. 2, 4. 8, 11. 

5Hz) , 3. 93 (3H, s) , 5. 76 (1H, s) , 6. 77 (1H, m 
25 ) , 6. 8 5-6. 9 0 (2H, m) , 7. 01 (1H, d, J = l. 9Hz) 

, 7. 35-7. 38 (2H, m) , 8. 11-8. 14 ( 1 H, m) 
FAB-MS (m/e) : 3 6 2 [M+H] + 

mrm-b (Ar : Ph ; R 1 :H; R 2 : H ; R 8 : i-Pr ;R 4 :H 

; R 5 : 3 — OH- 4 -Me O — P h ; n = 2) 
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'HNMR (CDC 1 3 ) 6:0. 9 5 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 90-2. 0 4 (1H, m) , 2. 93 
-3. 01 (1H, m), 3. 38-3. 52 (2H, m), 3. 90 (3H, 
s) , 5. 7 4 (1H, s) , 6. 73 ( 1 H, dd, J = 2. 6, 8. 2Hz 
5 ) , 6. 83 (1H, d, J = 8. 2Hz) , 6. 9 4-6. 9 9 (2H, m) 
, 7. 44-7. 47 (2H, m) , 8. 11-8. 14 ( 1 H, m) 

FAB-MS (m/e) : 3 6 2 [M+H] + 



mmm 3 4 
10 ih&mm 1107 <dmt& 

i?7XfI/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4 —OH— 3 — 1 - Ph ; n = 0) 

'HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz), 1. 53-1. 82 (1H, m), 2. 40 
15 (1H, dd, J = 10. 8, 13. 9 Hz), 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 00 (1H, ddd, J = 2. 2, 5. 0, 10. 
8Hz), 5. 60 (1H, s), 6. 58-6. 65 (1H, m), 6. 99 
(1H, d, J = 8. 2Hz) , 7. 03-7. 16 (2H, m) , 7. 28 ( 
1H, dd, J = l. 7, 8. 2Hz) , 7. 61-7. 67 ( 1 H, m) , 7 
20 . 7 7 (1H, d, J = l. 7Hz) 

FAB-MS (m/e) : 42 6 [M+H] + 
i?7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4 -OH- 3 - I -Ph ; n = 0) 
*HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
25 5 (3H, d, J = 6 . 7Hz), 1. 93-2. 04 (1H, m), 2. 76 
-2. 88 (3H, m) , 5. 65 ( 1 H, s) , 6. 7 6- 6. 8 0 ( 1 H, 
m) , 6. 94 (1H, d, J = 8. 4Hz) , 7. 12-7. 20 (2H, m 
), 7. 17 (1H, dd, J = 2. 0, 8. 4Hz), 7. 50-7. 54 ( 
1H, m) , 7. 68 (1H, d, J = 2. 0Hz) 
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FAB-MS (m/e) :42 6 [M+H] + 



mmm 3 5 

ItlMl 1 0 8P$gjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 

5 :H; R 5 : 3 - I - 4 -OH- P h ; n = 2) 

*HNMR (CDC 1 ,) (5:0. 97 (3H, d, J = 6. 8Hz), 1. 0 
1 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 04 (1H, m) , 3. 36-3. 50 (2H, m) , 5. 79 (1H, 
s), 6. 90-7. 00 (1H, m) , 6. 95 (1H, d, J = 8. 3Hz 

10 ) , 7. 13 (1H, dd, J = l. 8, 8. 3Hz) , 7. 4 5-7. 5 2 ( 
2H, m) , 7. 67 (1H, d, J = l. 8Hz) , 8. 12-8. 18 (1 
H, m) 

FAB-MS (m/e) :4 5 8 [M+H] + 



15 $mm 3 6 

ft^l 1 0 9 0gg3i (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : 5-1 -2-OH-Ph ; n = 2) 

'HNMR (CDClj) 6:0. 99 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 82-1. 94 (1H, m) , 3. 13 
20 (1H, dd, J = ll. 6, 14. 8Hz), 3. 46 (1H, dd, J = 2 
. 0, 14. 8Hz) , 3. 4 7- 3. 5 8 (1H, m) , 6. 08 (1H, s 
), 6. 71 (1H, d, J = 8. 6Hz), 7. 07-7. 13 (2H, m) 
, 7. 48-7. 59 (3H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) : 4 5 7 [M+H] + 

25 

mmm 3 7 

jk&mn 1 1 Ofltgjt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
:H; R s : 2- I - 5-OH-Ph ; n = 2) 



! HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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9 (3H, d, J = 6. 9Hz), 1. 90-2. 00 ( 1 H, m) , 2. 95 
-3. 04 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 4. 75 (1H, 
bs) , 5. 77 (1H, s) , 6. 60-6. 65 (1H, m) , 6. 85- 
7. 00 (2H, m) , 7. 32 (1H, d, J = 8. 6Hz) , 7. 45-7 
5 . 52 (1H, m), 7. 81 (1H, d, J = 8. 6Hz), 8. 13-8. 
16 (1H, m) 
FAB-MS (m/e) :4 5 8 [M+H] + 



mMM3 8 

io {t&mm 1112 (dwb. 

i?7XfUt7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-Br-4-OMe-Ph;n = 2) 

*HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 05 
15 (1H, dd, J = l 1. 3, 14. 1Hz), 3. 44 (1H, dd, J = 2 
. 3, 14. 1Hz), 3. 46-3. 53 (lH,m), 3. 94 (3 H, s 
), 5. 85 (1H, s), 6. 72-6. 76 (1H, m), 6. 96 (1H 
, d, J = 8. 5Hz) , 7. 23 (1H, dd, J = 2. 1, 8. 5Hz) , 
7. 38-7. 42 (2H, m), 7. 45 (1H, d, J = 2. 1Hz), 8 
20 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 8 0, 3 8 2 [M + H] + 
>*7XT-M-V-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :3-C1, 4-MeO-Ph ; n = 2) 
: HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
25 0 (3H, d, J = 6. 8Hz), 1. 90-2. 10 (1H, m), 3. 00 
(1H, ddd, J = 3. 4, 5. 6, 9.'0Hz), 3. 41 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 90 (1H, d, J 
= 8. 7Hz) , 6. 9 3-6. 9 7 (1H, m) , 7. 08 (1H, dd, J 



WO 02/053548 PCT/JPO 1/1 1267 

114 

= 1. 6, 8. 7Hz) , 7. 43 (1H, d, J = l. 6Hz) , 7. 48- 
7. 51 (2H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 



5 MMM3 9 

jfcftjtfj 1113 pgft 

^T^f-U^-T— a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-Br-4-OMe-Ph;n = 2) 
! HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 73-1. 88 (1H, m) , 3. 05 
(1H, dd, J = 1 1 . 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49 (1H, ddd, J = 2. 3, 4. 9, 11. 
4Hz), 3. 94 (3H, s) , 5. 85 (1H, s) , 6. 73-6. 77 
(1H, m) , 6. 94 (1H, d, J = 8. 5Hz), 7. 28 (1H, dd 
15 , J = 2. 1, 8. 5 H z ) , 7. 38-7. 42 ( 2 H, m) , 7. 63 (1 
H, d, J = 2. 1Hz), 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 4 2 4/42 6 [M + H] + 
^T^xl/^T-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-Br, 4-MeO-Ph ; n = 2) 
20 *HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 89-2. 01 (1H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 40 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, 1 = 3. 5, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 87 (1H, d, J 
25 =8. 6Hz) , 6. 9 4-6. 9 8 ( 1 H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 6Hz) , 7. 4 6-7. 5 4 (2H, m) , 7. 62 (1H, 
d, J = 2. OHz), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 4/4 2 6 [M + H] + 



WO 02/053548 



PCT/JPO 1/11267 



ft&mm iii4 <owt 

^fl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-OMe - 3 - I-Ph;n = 0) 
5 X HNMR (CDC 1 3 ) 6:0. 94(3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 8 (1H, m) , 2. 40 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd, J = 2 
. 2, 13. 9Hz) , 3. 01 (1H, ddd, J = 2. 2, 5. 3, 10. 
8 H z ) , 3. 91 (3H, s ) , 5. 60 (1H, s ) , 6. 59-6. 63 
10 (1H, m), 6. 84 (1H, d, J = 8. 5Hz), 7. 06-7. 14 ( 
2H, m) , 7. 36 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 62-7 
. 66 (1H, m) , 7. 87 (1H, d, J = 2. 0Hz) 

FAB-MS (m/e) : 44 0 [M+H] + 
TOfl/tV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
15 ; R 5 : 4 — OMe — 3— I— Ph ; n = 0) 

*HNMR (CDC1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 92-2. 04 (1H, m) , 2. 75 
-2. 84 (1H, m), 2. 85-2. 92 (2H, m), 3. 89 (3H, 
s), 5. 65 (1H, s), 6. 77-6. 80 (1H, m) , 6. 79 (1 
20 H, d, J = 8. 5Hz) , 7. 10-7. 18 (2H, m) , 7. 22 (1H 
, dd, J = 2. 3, 8. 5Hz) , 7. 5 0- 7. 5 4 (1H, m) , 7 . 8 
2 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) :44 0 [M + H] + 



25 ^5S#)4 1 

K&mm 1116 <pwk 

^77fI/^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 6 : 4-OMe-3-I-Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 6Hz), 0. 9 
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8 (3H, d, J = 6. 6Hz) , 1. 6 5- 1. 8 7 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 5Hz) , 3. 44 (1H, dd, 1 = 2 
. 3, 14. 5Hz) , 3. 44-3. 5 2 ( 1 H, m) , 3. 92 (3H, s 
) , 5. 83 (1H, s), 6. 73-6. 77 (1H, m), 6. 86 (1H 
5 , d, J = 8. 5Hz) , 7. 32 (1H, dd, J = 2. 0, 8. 5Hz) , 
7. 3 8-7. 4 2 (2H, m) , 7. 84 (1H, d, J = 2. 0Hz) , 8 
. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) :4 7 2 [M+H] + 
5?7XfWt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
10 ;R 5 :3-I, 4-MeO-Ph ; n = 2) 

1 HNMR (CDC 1 ,) <5 : 0. 96 (3H, d, J = 6. 8Hz) . 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 88-2. 00 ( 1 H, m) , 2. 99 
(1H, ddd, J = 3. 4, 5. 7, 9. 1Hz) , 3. 40 (1H, dd, 

J = 9. 1, 14. 4Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 4H 
15 z) , 3. 89 (1H, s) , 5. 77 ( 1 H, s) , 6. 79 (1H, d, J 
= 8. 5Hz) , 6. 9 4-6. 9 7 (1H, m) , 7. 14 (1H, dd, J 
= 2. 1, 8. 5Hz), 7. 48-7. 52 ( 2 H, m) , 7. 85 (1H, 
d, J = 2. 1Hz) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 47 2 [M+H] + 

20 

&&S0H2 

jbgmmi 1 1 7<pmm 

^7XfVt7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :2-I, 5-MeO-Ph ; n = 2) 
25 *HNMR (CDC 1 ,) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 5 (1H, m) , 3. 06 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 46 ( 1 H, dd, J = l 

. 7, 14. 4Hz) , 3. 4 8-3. 5 4 (1H, m) , 3. 86 (3H, s 
), 5. 88 (1H, s), 6. 73-6. 76 ( 1 H, m) , 6. 82 (1H 
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, dd, J = l. 7, 7. 9Hz) , 6. 87 ( 1 H, d, J = l. 7Hz) , 

7. 3 7- 7. 42 (2H, m) , 7. 81 (1H, d, J = 7. 9Hz) , 8 
. 13-8. 1 7 (1H, m) 

FAB-MS (m/e) :4 7 2 [M + H] + 
5 mfVt^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :2-I, 5-MeO-Ph ; n = 2) 

l HNMR (CDC 1 3 ) <5:0. 96 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 90-2. 05 (1H, m), 2. 95 
-3. 02 (1H, m) , 3. 38-3. 51 (2H, m) , 3. 83 (3H, 
10 s) , 5. 84 (1H, s) , 6. 69 ( 1 H, dd, J = l. 9, 8. 2Hz 
) , 6. 84 (1H, d, J = l. 9Hz) , 6. 91-6. 95 (1H, m) 
, 7. 4 6-7. 5 3 (2H, m) , 7. 75 (1H, d, J = 8. 2Hz) , 

8. 14-8. 18 (1H, m) 
FAB-MS (m/e) :47 2 [M + H] + 

15 

mmm4 3 

it&mn 1 1 s<pmm 

^fWtT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 5- I -2-MeO-Ph ; n = 2) 
20 X HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 7 5- 1. 8 9 (1H, m) , 3. 02 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 46 (1H, dd, J = 2 

. 3, 14. 3Hz), 3. 48-3. 54 ( 1 H, m) , 3. 65 (3H, s 

), 6. 08 (1H, s), 6. 65-6. 69 (1H, m), 6. 67 (1H 
25 , d, J = 8. 6Hz), 7. 33-7. 42 (2H, m), 7. 63 (1H, 

dd, J = 2. 3, 8. 6Hz) , 7. 82 (1H, d, 3 = 2. 3Hz) , 8 

.11-8. 16 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

v7Xfl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
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; R 5 : 5-1-2 -MeO-Ph ; n = 2) 

l HNMR (CDC 1 8 ) 6:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
6 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 (1H, m) , 2. 80 
-2. 90 (1H, m) , 3. 52 (2H, d, J = 6. 4Hz) , 3. 7 2 ( 
5 3H, s) , 5. 92 (1H, s) , 6. 70 ( 1 H, d, J = 8. 5Hz) , 
6. 79-6. 84 (1H, m), 7. 39-7. 50 (2H, m), 7. 56 
-7. 66 (2H, m) , 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) :47 1 [M+H] + 

10 mMM4 4 

jkjSWn 1 1 90ggjj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H; R s : 3-1 -4-EtO-Ph ; n=2) 

X HNMR (CDClj) 8:0. 96 (3H, d, J =6. 5Hz), 1. 0 
2 (3H, d, J = 6. 5Hz) , 1. 48 (3H, t, J = 6. 9Hz) , 1 

15 . 90-2. 05 (1H, m) , 2. 92-3. 08 ( 1 H, m) , 3. 35- 
3. 50 (2H, m) , 4. 09 (2H, q, J = 6. 9Hz) , 5. 79 (1 
H, s) , 6. 76 (1H, d, J = 8. 1Hz) , 6. 9 4-6. 9 7 (1H 
, m) , 7. 13 (1H, dd, J=4. 9, 8. 1Hz) , 7. 45-7. 5 
5 (2H, m) , 7. 84 (1H, d, J=4. 9Hz) , 8. 13-8. 18 

20 (1H, m) 

FAB-MS (m/e) :4 8 6 [M+H] + 

mmm4 5 

ik-SWuMl 1 2 0<£>ggjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
25 :H; R 5 : 3- I -4- i P rQ-Ph ; n=2) 

X HNMR (CD C 1 3 ) (5:0. 96 (3H, d, J = 7. 0Hz), 1. 0 
0 (3H, d, J = 6. 5Hz) , 1. 40 (3H, d, J = 5. 8Hz) , 1 
. 40 (3H, d, J = 5. 8Hz), 1. 85-2. 00 (1H, m) , 2. 
90-3. 05 (1H, m) , 3. 35-3. 51 (2H, m) , 4. 50-4 



WO 02/053548 PCT/JPO 1/1 1267 

119 

. 62 (1H, m) , 5. 76 (1H, s) , 6. 78 (1H, d, 3 = 7. 9 
Hz) , 6. 9 3-6. 9 6 ( 1 H, m) , 7. 11 (1H, dd, J = l. 9 
, 7. 9Hz) , 7. 4 5-7. 5 2 (2H, m) , 7. 84 ( 1 H, d, J = 
1. 9Hz),8. 13-8. 16 (1H, m) 
5 FAB-MS (m/e) : 5 0 0 [M + H] + 

fb^jMl 1 2 KPjgjj (At : Ph ; R 1 : H ; R 2 : H ; R 8 : i-Pr ;R 4 
: H ; R 5 : 3— I— 4 — nP rO — Ph ; n = 2 ) 

10 1 HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 6Hz) , 1. 10 (3H, t, J = 7. 4Hz) , 1 
. 80-2. 00 (3H, m) , 2. 95-3. 0 4 (1H, m) , 3. 3 5- 
3. 50 (2H, m) , 3. 98 (2H, t, J = 6. 3Hz), 5. 76 (1 
H, s) , 6. 75 (1H, d, J = 8. 5Hz) , 6. 9 3-6. 9 6 (1H 

15 , m) , 7. 11 (1H, dd, 1 = 2. 0, 8. 5Hz), 7. 47-7. 5 
0 (2H, m) , 7. 83 (1H, d, J = 2. 2Hz) , 8. 13-8. 16 
(1H, m) 

FAB-MS (m/e) : 5 0 0 [M+H] + 

20 mmm4 7 

jt^mmi 1 2 2<DMfe (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3- I -4-nBuO-Ph ; n = 2) 

l HNMR (CDC 1 3 ) 6:0. 95-1. 02 (9H, m) , 1. 50-1 
. 70 ( 2 H, m) , 1. 90-2. 00 ( 1 H, m) , 2. 95-3. 05 ( 
25 1H, m), 3. 40-3. 50 (2H, m) , 4. 02 (2H, t, J = 6. 
3Hz) , 5. 78 (1H, s) , 6. 73 (1H, d, J = 8. 4Hz) , 6 
. 9 2-6. 9 9 (1H, m) , 7. 12 ( 1 H, dd, J = 2. 0, 8. 4H 
z) , 7. 4 5-7. 5 2 (2H, m) , 7. 83 (1H, d, J = 2. 0Hz 
) , 8. 14-8. 17 (1H, m) 
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FAB-MS (m/e) : 5 1 4 [M + H] + 



PCT/JP01/11267 



Ib^Mi 1 2 3g)g3§ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
5 :H; R s : 3-1—4- (2 -M e) P rO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95-1. 02 (9H, m), 1. 30-1 
. 36 (3H, m) , 1. 7 5- 1. 8 5 (2H, m) , 1. 9 0-2. 0 5 ( 
1H, m) , 2. 95-3. 05 (1H, m) , 3. 38-3. 50 (2H, m 
), 4. 30-4. 40 (1H, m), 5. 78 (1H, s), 6. 75 (1H 
10 , d, J = 8. 3Hz), 6. 97-6. 99 (1H, m) , 7. 12 (1H, 
dd, J = 2. 0, 8. 3Hz) , 7. 4 8-7. 5 3 (2H, m) , 7. 83 
(1H, d, J = 2. 0Hz), 8. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 5 1 4 [M+H] + 

15 H»J4 9 

it^mi 1 2 4<P$8B§ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H;R S :3-I, 4 - P h CH , Q-P h ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 86-2. 00 (1H, m) , 2. 99 

20 (1H, ddd, J = 3. 4, 5. 7, 9. 4Hz) , 3. 39 (1H, dd, 
J = 9. 4, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 5. 16 (2H, s) , 5. 77 (1H, s) , 6. 82 (1H, d, J 
= 8. 7Hz) , 6. 9 3-6. 9 7 (1H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 7Hz) , 7. 3 0-7. 4 4 (3H, m) , 7. 46-7. 5 

25 2 (4H, m), 7. 87 (1H, d, J = 2. 0Hz), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 5 48 [M+H] + 



nmm 5 o 



WO 02/053548 



PCT/JP01/11267 



121 

jb^WjU 1 2 50Dj}jt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H;R 5 :3-Br, 4 - P h CH . CH^O- P h ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, 3 = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 7 (1H, m) , 3. 04 
5 (1H, dd, J = ll. 4, 14. 5Hz) , 3. 41 (2H, t, J = 6. 
8Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 5Hz) , 3. 48 (1 
H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 25 (2H, t, J = 
6. 8Hz), 5. 83 (1H, s) , 6. 70-6. 74 (1H, m) , 6. 
88 (1H, d, J = 8. 5Hz) , 7. 2 0-7. 4 3 (8H, m) , 7. 6 
10 1 (1H, d, J = 2. 1Hz) , 8. 11-8. 15 (1H, m) 

FAB-MS (m/e) : 5 1 4, 5 16 [M + H] + 

1 

ik&mMl 1 2 60^jj (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
15 : H ; R 5 : 3-C1, 4-PhCH , CH , Q-Ph ; n=2) 

X HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 8 4 (1H, m) , 3. 04 

(1H, dd, J = ll. 4, 14. 1Hz) , 3. 18 (2H, t, J = 6 . 

9Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 1Hz) , 3. 48 (1 
20 H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 26 (2H, t, J = 

6. 9Hz), 5. 83 (1H, s), 6. 70-6. 74 (1H, m), 6. 

92 (1H, d, J = 8. 5Hz) , 7. 17 (1H, dd, J = 2. 1, 8. 

5Hz) , 7. 2 3-7. 4 3 (7H, ra) , 7. 44 ( 1 H, d, J = 2. 1 

Hz), 8. 12-8. 15 (1H, m) 
25 FAB-MS (m/e) : 4 7 0/4 7 2 [M + H] + 

mmms 2 

ik&mMl 1 2 7<DMm. (Ar : Ph : R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 



:H:R S : 4-OMe-3-Ph-Ph;n=2) 
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'HNMR (CDC 1 ,) (5:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 3 ( 1 H, m) , 3. 02 
(1H, ddd, J = 3. 3, 5. 7, 9. 2Hz) , 3. 44 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 3, 14. 3H 
5 z) , 3. 83 (3H, s) , 5. 84 (1H, s) , 7. 2 2-7. 2 6 (1 
H, m) , 7. 2 8-7. 3 4 (2H, m) , 7. 3 6-7. 4 2 (2H, m) 
, 7. 46-7. 5 4 (4H, m) , 8. 14-8. 18 ( 1 H, m) 
FAB-MS (m/e) :4 2 2 [M+H] + 

io mmm 5 3 

Mlii 1 2 8(DMm (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
: H ; R s : 4-OMe-3 (2-pyridyl) -Ph;n = 2) 

l HNMR (CDC 1 8 ) (5:0. 94 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 99 

15 (1H, ddd, J = 3. 6, 5. 6, 8. 7Hz), 3. 45 (1H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 6, 14. 2H 
z), 3. 88 (3H, s), 5. 87 (1H, s), 6. 99-7. 04 (1 
H, m) , 7. 01 (1H, d, J=8. 5Hz) , 7. 18-7. 23 (1H 
,m), 7. 24-7. 29 (1H, m), 7. 44-7. 49 (2H, m), 

20 7. 6 7-7. 7 4 (1H, m) , 7 . 8 1 (1H, d, J = l. 8Hz) , 7 
. 83 (1H, dd, J = l. 8, 8. 5Hz), 8. 12-8. 16 (1H, 
m) , 8. 6 6-8. 6 9 (1H, m) 
FAB-MS (m/e) :4 2 3 [M + H] + 

25 &JI0S5 4 

ft^WJ 112 9 OfiBfi (Ar :Ph ;R*:H;R 2 :H;R 3 : i~Pr:R 4 
: H ; R s : 4 — OM e — 3 (3-pyridyl) -Ph;n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 ( 1 H, m) , 3. 05 
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(1H, ddd, J = 3. 3, 5. 7, 9. 1Hz) , 3. 45 (1H, dd, 
J = 9. 1, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 84 (3H, s) , 5. 85 (1H, s) , 7. 00 ( 1 H, dd, 
J = l. 9, 7. 3Hz), 7. 01-7. 07 (1H, m), 7. 25-7. 
5 3 4 (3H, m) , 7. 4 6-7. 5 2 (2H, m) , 7. 8 2-7. 8 7 (1 
H, m), 8. 16-8. 2 0 (1H, m) , 8. 5 3 ( 1 H, d, J =4. 8 
Hz), 8. 76 (1H, s) 
FAB-MS (m/e) :4 2 3 [M + H] + 

io mmm 5 5 

JfrSWDl 1 3 0<DMM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R s : 4 — OMe — 3 (4-pyridyl) -Ph ; n = 2) 

X HNMR (CD C 1 3 ) a : 0. 97 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 4Hz) , 1. 8 7- 2. 0 0 (1H, m) , 3. 06 

15 (1H, ddd, J = 3. 4, 5. 7, 9. 2Hz) , 3. 40 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z), 3. 85 (3H, s), 5. 85 (1H, s), 6. 98-7. 06 (2 
H, m) , 7. 2 8-7. 3 3 (2H, m) , 7. 46 (2H, dd, J = l. 
7, 4. 5Hz), 7. 49-7. 52 ( 2 H, m) , 8. 16-8. 21 (1 

20 H, m), 8. 60 (2H, dd, J = l. 7, 4. 5Hz) 
FAB-MS (m/e) :4 2 3 [M+H] + 

mmm 5 6 

jfr&lMI 1 3 1 CDjSBa (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
25 :H; R 5 : 3 — COOMe -4— Me O — P h ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 94 
-3. 04 (1H, m) , 3. 4 0-3. 5 0 (2H, m) , 3. 87 (3H, 
s), 3. 92 (3H, s), 5. 82 (1H, s), 6. 90-7. 00 (2 
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H, m), 7. 45-7. 52 (2H, m), 7. 65-7. 80 (2H, m) 
, 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 4 04 [M + H] + 

5 mmm 5 7 

\Y&Wi± 1 3 6<£>mM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3-COhydroxyindoly 1 -4-MeO-Ph ; n= 
2) 

X HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 7. 0Hz) , 1. 0 
10 0 (3H, d, J = 6. 6Hz), 1. 85-2. 00 (1H, m), 3. 05 
-3. 25 (3H, m) , 3. 35-3. 50 (4H, m), 3. 85 (3H, 
s), 5. 79 (1H, s), 6. 90-7. 25 (7H, m), 7. 40-7 
. 55 (2H, m) , 8. 10-8. 20 (1H, m), 8. 25-8. 35 ( 
1H, m) 

15 FAB-MS (m/e) : 49 1 [M+H] + 

mmm 5 8 

fb^lMj 1 3 7<Pgji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H; R 5 : 4-PhCOO-Ph ; n = 2) 

20 *HNMR (CDC 1 3 ) <5 : 0. 97 (3H, d, J = 6. 5Hz), 1. 0 
1 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s), 6. 96-7. 00 (1H, m) , 7. 20-7. 32 (2H, m) , 7 
. 45-7. 56 (4H, m) , 7. 62-7. 70 ( 1 H, m) , 7. 92 ( 

25 1H, s) , 8. 15-8. 18 (1H, m) , 8. 27 (2H, d. J = 8. 
6Hz) 

FAB-MS (m/e) : 5 6 2 [M+H] + 



nmm 5 9 
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it&MMl 1 3 9g)$g£ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 :4— (4— N3) -PhCOO-Ph ; n=2) 

X HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz), 1. 0 
1 (3H, d, J = 6. 6Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
5 -3. 05 (1H, m) , 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s) , 6. 9 7-7. 0 0 (1H, m) , 7. 17 (2H, d, J = 8. 3Hz 
) , 7. 23 (1H, d, J = 8. 3Hz) , 7. 31 ( 1 H, dd, J = l. 
9, 8. 3Hz) , 7. 48-7. 55 (2H, m) , 7. 92 ( 1 H, d, J 
= 1. 9Hz) , 8. 15-8. 18 (1H, m) , 8. 26 (2H, d. J = 
10 8. 3Hz) 

FAB-MS (m/e) : 6 0 3 [M+H] + 

mmm6 0 

tt&mm H46 <p$m 

15 ^7Xf^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-1, 4-nP r NHCOCH20-Ph ; n = 0) 

X HNMR (CDC1 3 ) 6:0. 94 (3H, d, J = 6. 6Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 00 (3H, t, J = 7. 4Hz) , 1 
. 5 5- 1. 7 4 (3H, m) , 2. 49 (1H, dd, J = 10. 8, 13. 
20 9Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 9Hz) , 3. 01 (1 
H, ddd. J = 2. 2, 5. 1, 10. 8Hz), 3. 3 5-3. 4 2 (2H 
, m) , 4. 54 (2H, s) , 5. 64 (1H, s) , 6. 5 4-6. 5 8 ( 
1H, m) , 6. 80 (1H, d, J = 8. 4Hz) , 7. 00-7. 15 (2 
H, m) , 7. 40 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 63-7. 
25 6 6 (1H, m) , 7. 88 (1H, d, J = 2. 0Hz) 
FAB-MS (m/e) : 5 2 5 [M+H] + 
y7^7l/t?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-1, 4 - n P r NHCOCH 2 O- P h ; n= 0 ) 
X HNMR (CDC 1 3 ) (5:0. 90-1. 05 (9H, m), 1. 55-1 
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. 70 (2H, m) , 1. 7 2- 1. 8 5 (3H, m) , 1. 9 0-2. 0 0 ( 
1H, m) , 3. 3 5- 3. 4 0 (2H, m) , 4. 52 (2H, s) , 5. 6 
6 (1H, s) , 6. 7 0-6. 8 0 (2H, m) , 6. 9 5-7. 0 5 (1H 
, m) , 7. 06-7. 15 (2H, m) , 7. 48-7. 5 2 (1H, m) , 
5 7. 8 3 (1H, d, J = 2. 2Hz) 

FAB-MS (m/e) : 5 2 5 [M+H] + 

HSS#I6 1 

ik&mM 1147 omm. 

10 mfl'tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :3-I, 4 - n - P r NHCO CH 2 0- P h ; n= 2 ) 

1 HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 5 0- 1. 7 0 (2H, m) , 1. 7 0- 1. 8 5 (1H, m) , 3. 05 ( 

15 1H, dd, J = ll. 8, 14. 7Hz) , 3. 38 (1H, t, J = 6. 5 
Hz) , 3. 40 (1H, t, J = 6. 5Hz) , 3. 4 2-3. 5 2 (2H, 
m) , 4. 56 (2H, s) , 5. 88 (1H, s) , 6. 7 0-6. 7 3 (1 
H, m) , 6. 82 (1H, d, J = 8. 5Hz) , 7. 02 (1H, brs) 
, 7. 37 (1H, dd, J = 2. 1, 8. 5Hz), 7. 3 7-7. 4 3 (2 

20 H, m), 7. 85 (1H, d, 1 = 2. 1Hz), 8. 13-8. 17 (1H 
, m) 

FAB-MS (m/e) :5 5 7 [M+H] + 
^7Xf^7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 6 :3-I, 4 - n - P r NHCOCH 2 0- P h : n= 2) 
25 *HNMR (CDCI3) (5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 70 (2H, m), 1. 90-1. 9 4 (1H, m) , 2. 98- 
3. 05 (1H, m) , 3. 30-3. 49 (4H, m), 4. 52 (1H, s 
) , 5. 79 (2H, s) , 6. 75 ( 1 H, d, J = 8. 3Hz) , 6. 93 
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-7. 00 (1H, m), 7. 01 (1H, brs), 7. 18 (1H, dd, 
J = l. 9, 8. 3Hz), 7. 48-7. 55 (2H, m), 7. 83 (1H 
, d, J = l. 9Hz) , 8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 5 5 7 [M+H] + 



2 

Ibtij 114 8 

^77fl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
;R 5 :2-I, 5 - n -P r NHC OCH 2 0-P h ; n = 2) 

10 a HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 69 (2H, m) , 1. 71-1. 86 ( 1 H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 7Hz) , 3. 36 ( 1 H, t, J = 6. 9 
Hz) , 3. 38 (1H, t, J = 6. 9Hz) , 3. 4 5-3. 5 0 (1H, 

15 m), 3. 47 (1H, dd, J = 2. 4, 14. 7Hz), 4. 51 (2H, 
s), 5. 94 (1H, s), 6. 68-6. 72 ( 1 H, m) , 6. 82 (1 
H, dd, J = l. 8, 8. 0Hz) , 6. 95 ( 1 H, d, J = l. 8Hz) 
, 7. 04 (1H, brs), 7. 36-7. 46 (2H, m), 7. 79 (1 
H, d, J = 8. 0Hz), 8. 14-8. 18 (1H, m) 

20 FAB-MS (m/e) : 5 5 7 [M+H] + 

^77f^V-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
;R 5 :2-I, 5 -n -P r NHCOCH 2 0-P h ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 9 6 (3H, d, J = 6. 9 Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 8Hz) , 1 

25 • 55-1. 65 (2H, m), 1. 87-2. 00 (1H, m), 3. 31- 
3. 45 (3H, m) , 4. 43 (1H, d, J = 13. 9Hz) , 4. 4 6 ( 
1H, d, J = 13. 9Hz) , 5. 82 ( 1 H, s) , 6. 70 (1H, dd 
, J = l. 3, 8. 2Hz) , 6. 82 (1H, d, J = l. 3Hz) , 6. 9 
5-7. 02 (1H, m), 7. 03 (1H, brs), 7. 49-7. 54 ( 



5 
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2H, m) , 7. 73 (1H, d, J = 8. 2Hz) , 8. 16-8. 20 (1 
H, m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

5 mmm 6 3 

fctli] 1 4 9(Z)ggjj (Ar iPhiR^HiR^HiR 3 : i-Pr ; R 4 
: H ; R 5 : 5 — I — 2-n-Pr NHCOCH a O — P h ; n = 2) 

^NMR (CDClg) 5:0. 75 (3H, t, J = 7. 4Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 

10 . 32-1. 47 (2H, m) , 1. 77-1. 89 (1H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 8Hz) , 3. 0 5-3. 2 0 (2H, m) 
, 3. 51 (1H, dd, J = 2. 2, 14. 8Hz) , 3. 4 8-3. 5 8 ( 
1H, m) , 4. 16 (1H, d, J = 14. 0Hz) , 4. 34 (1H, d, 
J = 14. 0Hz), 6. 35 (1H, s), 6. 56-6. 64 (1H, m) 

15 , 6. 60 (1H, d, J = 8. 5Hz) , 6. 6 6-6. 6 9 (1H, m) , 
7. 3 7-7. 4 6 (2H, m) , 7. 66 (1H, dd, J = l. 9, 8. 5 
Hz) , 7. 93 (1H, d, J = l. 9Hz) , 8. 10-8. 14 (1H, 
m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 

20 

mm 6 4 

fc&mm 1150 (pmm 

^rl/f7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R s : 3-CH20H-4-OMe-Ph ; n = 2) 
25 *HNMR (CD C 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J=6. 7Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 4Hz), 3. 45-3. 49 (1H, m), 3. 91 (3H, s 
), 4. 71 (2H, s) , 5. 81 (1H, s), 6. 7 3-6. 7 6 (1H 
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, m) , 6. 93 (1H, d, J = 8. 3Hz) , 7. 2 7-7. 3 9 (4H, 
m) , 8 . 1 2 - 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
VrZy-U^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i — P r ; R 4 : H 
5 ; R 5 : 3 — CH20H — 4— MeO — Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 95 
-3. 02 (1H, m), 3. 38-3. 52 (2H, m), 3. 88 (3H, 
s) , 4. 68 (2H, s) , 5. 79 (1H, s) , 6. 88 (1H, d, J 
10 =8. 3Hz), 6. 93-6. 96 (1H, m) , 7. 18 (1H, dd, J 
= 2. 0, 8. 3Hz) , 7. 29 (1H, d, J = 2. 0Hz) , 7. 45- 
7. 48 (2H, m), 8. 13-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 

15 $mW6 5 

fc&Wn 1 5 lCPgBfi (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H; R s :3-(1, 2 - d i h y d r o x y e t h y 1 ) - 4 -Me - P h 
; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 92-0. 98 (6H, m), 1. 85-1 
20 . 95 (1H, m) , 3. 00-3. 10 ( 1 H, m) , 3. 35-3. 50 ( 
2H, m) , 3. 60-3. 70 ( 1 H, m) , 3. 75-3. 85 ( 1 H, m 
), 3. 85 (3H, s), 5. 00-5. 08 ( 1 H, m) , 5. 78 (1H 
, s) , 6. 86 (1H, dd, J = l. 5, 9. 1), 6. 9 5-7. 0 2 ( 
1H, m) , 7. 12-7. 23 (1H, m), 7. 45-7. 55 (3H,m 
25 ) , 8. 15-8. 18 (1H, m) 

FAB-MS (m/e) :4 0 6 [M+H] + 

jt&Wn 1 5 2<DM& (Ar : Ph ; R 1 : H ; R 8 : H ; R 3 : i-Pr ;R 4 



1 
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:H; R 5 : 3 - CH 2 OM e — 4— MeO — Ph ; n = 2) 

l HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 41 (3H, s) , 3. 4 5- 3. 5 2 (2H, 
5 m) , 3. 85 (3H, s) , 4. 49 (2H, s) , 5. 79 ( 1 H, s) , 
6. 86 (1H, d, J = 8. 5Hz) , 6. 9 0-6. 9 5 (1H, m) , 7 
. 17 (1H, dd, J = 2. 0, 8. 5Hz), 7. 37 (1H, d, J = 2 
. 0Hz), 7. 44-7. 47 (2H, m) , 8. 12-8. 15 (IE m 
) 

10 FAB-MS (m/e) : 3 9 0 [M + H] + 



mmm6 1 

fc&MLk 1 5S0mm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 

: H ; R 5 :3-CH2NHSQ2Me-4-MeO-Ph;n=2) 
15 *HNMR (CDC 1 s ) <5:0. 95 (3H, d, J = 6. 9Hz), 1. 0 

0 (3H, d, J = 6. 7Hz) , 1. 90-2. 04 (1H, m), 2. 79 
(3H, s), 3. 02-3. 12 (1H, m) , 3. 35-3. 50 (2H, 

m) , 3. 88 (3H, s) , 4. 2 7-4. 3 0 (2H, m) , 4. 91-4 

. 92 (1H, m) , 5. 77 (1H, s) , 6. 88 (1H, d, J = 8. 5 
20 Hz), 6. 97-7. 00 ( 1 H, m) , 7. 16 (1H, dd, J = 2. 0 

, 8. 5Hz), 7. 21-7. 26 (1H, m), 7. 48-7. 51 (2H 

, m) , 8 . 16-8. 1 9 ( 1 H, m) 
FAB-MS (m/e) : 4 5 3 [M+H] + 

25 6 8 

4\&Vmi 1 (Ar : Ph : R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

: H ; R 8 : 3 -CH 2 NM e S O 2M e - 4 -M e Q- P h ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), I. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 79 
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(3H, s) , 2. 81 (3H, s) , 3. 02-3. 10 ( 1 H, m) , 3. 

3 2- 3. 4 9 (2H, m) , 3. 84 (3H, s) , 4. 36 (2H, s) , 

5. 76 (1H, s) , 6. 86 (1H, d, J = 8. 5Hz) , 6. 98-7 

. 04 (1H, m) , 7. 12 (1H, dd, J = 2. 3, 8. 5Hz) , 7. 
5 3 5 (1H, d, J = 2. 3Hz) , 7. 4 7-7. 5 2 (2H, m) , 8 . 1 
5 - 8 . 19 ( 1 H, m) 
FAB-MS (m/e) : 4 6 7 [M+H] + 

mmm e 9 

10 Itlii 1 5 5oagjfi ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
: H ; R 5 : 3 - (4-CH2 0H) Ph-4-MeO-Ph ; n = 2) 
1 HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 0 ( 1 H, m) , 3. 00 
-3. 08 (1H, m) , 3. 4 0-3. 5 5 (2H, m) , 3. 83 (3H, 

15 s),4. 7 2 (2H, s) , 5. 83 (l.H, s), 6. 95-7. 05 (2. 
H, m), 7. 22-7. 30 ( 2 H, m) , 7. 36-7. 60 ( 6 H, m) 
, 8. 14-8. 17 (1H, m) 
FAB-MS (m/e) :4 5 2 [M+H] + 

20 ^mm7 0 

Jfr&WHl 1 5 6 (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 

:H; R 5 : 3-MeSQ2N (Me) CH2-4-Me-Ph;n=2) 
1 HNM.R (CDC 1 3 ) 6: 0. 9 5 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 01 (1H, m), 2. 39 
25 (3H, s) , 2. 6 6 (3H, s) , 2. 8 1 (H, S) , 3. 0 5 (1H, 

m) , 3. 4 0-3. 5 5 (2H, m) , 4. 21 (1H, d, J = 14. OH 
z) , 4. 31 (1H, d, J = 14. 0Hz) , 5. 79 (1H, s) , 6. 
95-6. 98 (1H, m), 7. 10 (1H, s), 7. 19-7. 20 (2 
H, m) , 7. 4 8-7. 5 1 (2H, m) , 8. 16-8. 19 (1H, m) 
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FAB-MS (m/e) :45 1 [M+H] + 



PCT/JP01/11267 



mm 7 1 

tt&mWl 1 6 KDMm. (Ar : 7-HO-Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -P r ; R 4 : H ; R 5 : Ph ; n = 0) 

X HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 5- 1. 7 5 (1H, m) , 2. 48 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 83 (1H, dd, J = 2 
. 2, 13. 9Hz), 3. 00-3. 08 (1H, m), 5. 64 (1H, s 
10 ) , 6. 03 (1H, d, J = 2. 6Hz) , 6. 56 (1H, dd, 1 = 2. 
6, 8. 3Hz) , 7. 2 4- 7. 4 8 (5H, m) , 7. 50 (1H, d, J 
= 8. 3Hz) 
FAB-MS (m/e) : 3 0 0 [M + H] + 

15 mMM7 2 

it^mm 1162 omm. (3 -- r y yp tf;u- 7 h^>- 5-7x-jv- 2 

, 3> 4> 5-Th7bFP-ltf-U 6 , 4 -sQWTM tf>- 1 , 1- 
S*fr» 

7K*fltf-HJ£A (1. 7 5g, 4 3. 9mmol) §2-kFD^>-4- 
20 ^h^>^/7xy> (5. OOg, 21. 9mmol) O^WJl/A7 

=>f (2 0. omi) mmz®>D<Y)to?L. &m.x3 0ftm.&Lt£o vwv? 

t^WWMD^^H (3. 13g, 2 5. 2mmol) SJn*., 6 0«CT 

25 2t*^u*^;p±i?, ^^u->/i«x^;p (80/20) *j§K^t-r«*7 

A^D7h^77^-i:ftU EfrM0&H£@#O- (2 -^>\Af;i/-4-^ 

h+y7x-JW N, N-^^fJWMtftX-h (2. 8 1g, 8. 9 0 
mmo 1) (TO 4 1%) . 

X HNMR (CDC 1 8 ) 6:3. 09 (3H, s), 3. 28 (3H, s) , 
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3. 87 (3H, s) , 6. 73 ( 1 H, d, J = 2. 4Hz) , 6. 82 (1 

H, dd, J = 8. 6, 2. 4Hz) , 7. 3 8-7. 5 6 (4H, m) , 7. 
7 4- 7. 7 8 (2H, m) 

FAB-MS (m/e) : 3 1 6 [M + H] + 
5 Xgl©£jE$fc (2. 73g, 8. 6 6mmol) *7x^H-f^ (4. 
Og) \zmnU 2 6 0 < CT3 0^Mb^o M^T^im Rfom&til 

£->u#y;v±T, A^itx ^TA^>/gtmx^;v (80/20) 

fr-4-*h* s syx.~)V) N, N-^fWM^tl-h (2. llg 
10 , 5. 9 6mmol) (JR$7 7%) . 

] HNMR (CDC 1 8 ) 6:2. 89 (6H, s) , 3. 88 (3H, s) , 
6. 96 (1H, dd, J = 8. 5, 2. 5Hz) , 7. 20 (1H, d, J = 
2. 5Hz) , 7. 38-7. 45 (3H, m), 7. 51-7. 57 (1H, 
m) , 7 . 76-7. 80 (2 H,m) 
15 FAB-MS (m/e) : 316 [M + H] + 

XU2<D&j£to (3. 14g, 9. 9 6ramol) ^^/-^ (4 0. 0m 

i) lONTmit+bvv&Tkmm do. omn sin*., ^mt? 
3mmmwvtz. ra^s2NiMii, ifmx5P;i/T2ii!&ffibfco 

20 > (6. Oml) ciiu ^»jiox@iT#e>nfc2-rvyptf;i/7> ? u 

(1. 5mi) saararFbfc. jsnmim »^*t*tT3«mH» 
u mm (2. omi) **inb&. m&®% mmium^ 

25 libfc. »*ft^U*W±T, ^^>/^X^;l/ (9 0/10) £*§Ht 
itn*7A^nvh^77>f-fc#U ®M&<DMWMm—lV7°ti}£)V 
-7-* h^y-5-7x-;i/-2, 3-^bh'Dl, 4-^>V^7i?tr> ( 

I. 4 2 g, 4. 5 7mmo 1) 0R3M 6%) . 'HNMRft 
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X HNMR (CDC 1 s ) <5:0. 95 (3H, d, J = 6. 8 Hz) , 1. 0 
6 (3H, d, J = 6. 7Hz), 2. 00-2. 13 (1H, m), 3. 01 
(1H, ddd, J = 12. 2, 6. 5, 3. 9Hz), 3. 29 (1H, dd 
, J = 12. 2, 11. 1Hz), 3. 64 (1H, dd, J = l 1. 1, 3. 
5 9Hz) , 3. 86 (3H, s) , 6. 87 (1H, dd, J = 8. 5, 2. 6 
Hz) , 7. 04 (1H, d, J = 8. 5Hz) , 7. 17 ( 1 H, d, J = 2 
. 6Hz), 7. 31-7. 43 (3H, m), 7. 58-7. 64 (2H, m 
) 

FAB-MS (m/e) :3 12 [M+H] + 
10 Ig3©£fifc«f (1. 42g, 4. 5 7mmol) 0 h 'J 7JPtD»i (.15 

. omi) mmiz, 3 o %mm&m7k (2. 5 mi) temoxwrnm-vminis 

15 05^5 0 2mg) ^<fc(^4N^k7K^l, 4-i?ttV>mW. (1 4. 0ml 
) ZMGU mmm^ (0. 8 1mg, 12. 4mmo 1 ) £|fc*teS&6nb£. 

, tt&U «JEETfc«M&Lfc. 8ttS">U*^;P±T, ^*tf>/ffl»x^ ( 
20 8 0/2 0) SjaFfK^frs^^A^n^h^^-f-Kl^U, 3— rvyatr 

;l/-7-/ h^y-5-7i^-2, 3, 4, 5-fh7hFD-lH-lA 

6 , 4-^>^Tiftf>-l, l-^tXOmrVtY-a (8 2. Om 

g, 0. 2 3 7mmo K JR*1 7%) &,J:tfb (14 1. 9mg, 0. 4 11 

mmo K W2 9%) §^ffe©i^MllitT#fc:, 
25 ^7XrVtV-a 

X HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 (1H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
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4Hz) , 3. 83 (3H, s) , 5. 80 ( 1 H, s) , 6. 59 ( 1 H, d 
, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 9, 8. 6Hz) , 7. 
3 3-7. 4 5 (5H, m) , 7. 68 (1H, d, J = 2. 9Hz) 
FAB-MS (m/e) : 3 4 6 [M+H] + 
5 ^7Xfl/t-7-b 

X HNMR (CDC 1 s ) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 <1H, m) , 2. 97 
(1H, ddd, J = 3. 5, 5. 5, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 5Hz) , 3. 49 (1H, dd, J = 3. 5, 14. 5H 
10 z) , 3. 86 (3H, s) , 5. 78 (1H, s) , 6. 80 (1H, d, J 
= 8. 6Hz) , 6. 96 (1H, dd, J = 2. 8, 8. 6Hz), 7. 26 
-7. 42 (5H, m) , 7. 66 ( 1 H, d, J = 2. 8Hz) 
FAB-MS (m/e) : 34 6 [M+H] + 

15 skT\zmnm7 2 tnmz.\^xmz^momm^.^^to 
$mm 7 3 

it&MLk 1 6 OOWkfe (Ar : 6-MeO-Ph ; R 1 : H ; R 2 : H ; R 3 : 
i-Pr;R 4 :H;R 5 :Ph; n=2) 
X HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz) , 0. 9 

20 9 (3H, d, J = 6. 9Hz), 1. 80-1. 98 (1H, m), 3. 10 
-3. 2 0 (1H, m) , 3. 20-3. 3 8 (2 H, m) , 3. 74 (3 H, 
s), 6. 35 (1H, s), 7. 11-7. 16 (2H, m), 7. 20-7 
. 32 (4H, m) , 7. 49 ( 1 H, t, J = 8. 0Hz) , 7. 88 (1H 
, dd, J = l. 1, 8. 0Hz) 

25 FAB-MS (m/e) : 34 6 [M+H] + 

HJSM7 4 

te&m H63 omm 

5>7*xW"7-a (Ar : 9-OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
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Pr ;R 4 :H; R 5 : P h ; n = 2 ) 

X HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 7. 0Hz), 0. 9 

7 (3H, d, J = 7. 0Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 25 
-3. 50 (3H, m) , 3. 93 (3H, s) , 6. 01 (1H, s) , 6. 

5 3 2 (1H, d, J = 7. 9Hz) , 6. 92 (1H, d, J = 8. 1Hz) , 
7. 22-7. 40 (6H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 
^7^7l/t7-b (Ar : 9-OMe-Ph ; R 1 :H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 :Ph;n = 2) 
10 X HNMR (CDC 1 3 ) 6:0. 91 (3H, d, J = 6. 5Hz), 0. 9 
6 (3H, d, J = 6. 5Hz) , 1. 8 5- 1. 9 8 ( 1 H, m) , 3. 08 
-3. 15 (1H, m) , 3. 60 (1H, dd, J = 3. 7, 14. 8Hz) 
, 3. 74 (1H, dd, J = 10. 1, 14. 8Hz) , 3. 99 (3H, s 
), 5. 41 (1H, s) , 6. 27 (1H, d, J = 7. 9Hz), 6. 96 
15 (1H, d, J = 8. 2Hz), 7. 18-7. 48 (6H, m) 
FAB-MS (m/e) : 34 6 [M + H] + 

%W\ 7 5 

ikftyoM 116 5 (DMlt 
20 ^7Xfl/t7-a (Ar : 8-OH-Ph ;R X :H;R 2 :H;R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 
*HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 73-1. 88 ( 1 H, m) , 3. 11 
(1H, dd, J = ll. 3, 14. 3Hz) , 3. 43 (1H, dd, J = 2 

25 • 2, 14. 3Hz), 3. 51 (1H, ddd, J = 2. 2, 4. 7, 11. 
3Hz) , 5. 77 (1H, s) , 6. 55 ( 1 H, d, J = 8. 4Hz) , 6 
. 81 (1H, dd, 1 = 2. 7, 8. 4Hz), 7. 3 0-7. 4 5 (5H, 
m), 7. 66 (1H, d, 1 = 2. 7 Hz) 
FAB-MS (m/e) :3 3 2 [M + H] + 
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i?7XT^7-b (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 

r;R 4 :H;R 5 :Ph;n=2) 
*HNMR (CDC1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d , J = 6. 7Hz), 1. 88-2. 03 (1H, m) , 3. 00 
5 (1H, ddd, J = 3. 6, 5. 7, 9. 0Hz) , 3. 45 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 52 ( 1 H, dd, J=3. 6, 14. 3H 

z), 5. 75 (1H, s) , 6. 77 (1H, d, J = 8. 4Hz), 6. 9 

2 (1H, dd, J = 2. 7, 8. 4Hz) , 7. 2 8-7. 4 0 (5H, m) 

, 7. 6 6 (1H, d, J = 2. 7Hz) 
10 FAB-MS (m/e) : 3 3 2 [M+H] + 



mMM7 6 

ik&yuM 116 6 (OWg. 

mrl/t^-a (Ar : 9-OH-Ph ; R 1 : H ; R 2 :H ; R 3 : i-P 
15 r ; R 4 : H ; R 5 : Ph ; n = 2) 

J HNMR (CDC1 3 ) (5:0. 98 (3H, d, J = 6. 6Hz), 0. 9 
8 (3H, d, J = 6. 6Hz), 1. 75-1. 85 ( 1 H, m) , 3. 32 
(1H, dd, J = ll. 5, 14. 1Hz) , 4. 45 (1H, dd, J = 2 
. 1, 14. 1Hz) 3. 45-3. 55 ( 1 H, m) , 5. 89 (1H, s) 
20 , 6. 14 (1H, d, J = 7. 6Hz) , 6. 86 (1H, d, J = 8. 6H 
z) , 7. 18 (1H, dd, J = 7. 6, 8. 6Hz) , 7. 30-7. 41 
(5H, m) , 1 0. 3 6 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M + H] + 
vTXxW-^-b (Ar : 9-OH-Ph ;R X :H;R 2 :H;R 3 : i-P 
25 r ; R 4 : H ; R 5 : Ph ; n=2) 

l HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, d, J = 6. 9Hz) , 1. 9 5-2. 0 5 ( 1 H, m) , 2. 95 
-3. 05 (1H, m), 3. 49-3. 65 (2H, m), 5. 90 (1H, 
s) , 6. 31 (1H, d, J = 7. 9Hz) , 6. 94 ( 1 H, d, J = 8. 



WO 02/053548 PCT/JPO 1/1 1267 

138 

4Hz) , 7. 25-7. 45 (6H, m), 10. 0 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 



%Mm 7 7 
5 it&Wm 116 7 (Pigjg 

^7XfW-a (Ar : 8 - n - P r NHCOCH 2 0- P h ; R 1 : H ; R 
2 :H;R 3 : i-Pr ;R 4 :H;R s :Ph;n = 2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, t, J = 7. 6 Hz) 0. 98 
(3H, d, J = 7. 2Hz) , 0. 98 (3H, d, J = 7. 2Hz) , 1. 

10 52-1. 65 (2H, m) , 1. 75-1. 85 (1H, m) , 3. 08 (1 
H, dd, J = ll. 4, 14. 3Hz) , 3. 29 (1H, t, J = 6. 3H 
z) , 3. 38 (1H, t, J=6. 3Hz) , 3. 44 ( 1 H, dd, J = 2 
. 1, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 1, 4. 8. 11. 
4) , 4. 48 (2H, s) , 5. 79 (1H, s) , 6. 52 (1H, brs 

15 ) , 6. 64 (1H, d, J = 8. 6Hz) , 6. 85 (1H, dd, 1 = 2. 
8, 8. 6 Hz), 7. 32-7. 45 (5H, m), 7. 76 (1H, d, J 
= 2. 8Hz) 

FAB-MS (m/e) : 431 [M+H] + 
y7Xfl/t"7-b (A r : 8 -n-P r NHCOCH 2 0-P h ; R 1 : H ; R 

20 2 : H ; R 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 94 (3H, t, J = 7. 4Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 68 (2H, m) , 1. 92-2. 02 (1H, m), 2. 97 ( 
1H, ddd, J = 3. 5, 5. 8, 12. 1Hz), 3. 31 (1H, t, J 

25 =6. 8Hz), 3. 34 (1H, t, J = 6. 8Hz), 3. 45 (1H, d 
d, J = 12. 1, 14. 4Hz) , 3. 50 (1H, dd, J=3. 5, 14 
. 4Hz) , 4. 52 (2H, s) , 5. 78 (1H, s) , 6. 54 (1H, 
brs), 6. 85 ( 1 H, d, J = 8. 6Hz), 6. 97 ( 1 H, dd, J 
= 2. 8, 8. 6Hz) , 7. 2 9-7. 4 2 (5H, m) , 7. 74 (1H, 
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d, 1 = 2. 8Hz) 
FAB-MS (m/e) :43 1 [M + H] + 

mMM7 8 
5 {k&MM 116 8 <D9SM 

^7XfI/tV-a (Ar : 9— Me — Ph ;R X :H;R 2 :H;R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 3 ) «5:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz), 1. 72-1. 85 ( 1 H, m) , 2. 79 
10 (3H, s) , 3. 20 (1H, dd, J = ll. 3, 14. 5Hz) , 3. 3 

8 (1H, dd, J = 2. 1, 14. 5Hz) 3. 4 7-3. 5 2 (1H, m) 

, 6. 13 (1H, s) , 6. 60 (1H, d, 1 = 7. 2Hz) , 7. 11- 
7. 20 (2H, m), 7. 25-7. 45 (5H, m) 
FAB-MS (m/e) : 3 3 0 [M + H] + 
15 vTXfl/^-b (Ar : 9-Me-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 7 - 1. 9 9 (1H, m) , 2. 79 
(3H, s) , 2. 95-3. 04 (1H, m), 3. 60-3. 68 (2H, 
20 m) , 5. 64 ( 1 H, s), 6. 56-6. 62 ( 1 H, m) , 7. 16-7 
. 22 (2H, m) , 7. 32-7. 41 (5H, m) 
FAB-MS (m/e) : 3 3 0 [M+H] + 

MMM7 9 
25 fc&yoM 116 9 (DMm 

mr^T-a (Ar : 7-C 1-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r 
;R 4 :H;R 5 :Ph;n = 2) 
X HNMR (CDC 1 3 ) (5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 9 Hz), 1. 73-1. 89 (1H, m), 3. 06 
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(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 4 7-3. 5 5 (1H, m) , 5. 85 (1H, s 
), 6. 67 (1H, d, J = 2. 1Hz) , 7. 38 (1H, dd, J = 2. 
1, 8. 4Hz) , 7. 3 5-7. 5 0 (5H, m) , 8. 09 (1H, d, J 
5 =8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

b (Ar : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H;R 6 :Ph; n = 2) 
'HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
10 9 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (1H, m), 2. 97 
(1H, ddd, J = 3. 7, 5. 7, 8. 9Hz) , 3. 45 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 49 (1H, dd, J = 3. 7, 14. 4H 
z) , 5. 81 (1H, s) , 6. 88 (1H, d, J = 2. 0Hz) , 7. 3 
0-7. 43 (5H, m) , 7. 45 (1H, dd, J = 2. 0, 8. 4Hz) 
15 ,8.09 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

nmws 0 

ik&MMl 1 7 2(D^m 
20 ^77fVt"?-a (Ar : 8-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 

r ; R 4 : H ; R 5 : P h ; n = 2) 
*HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 7Hz), 0. 9 

8 (3H, d, J = 6. 7Hz), 1. 77-1. 89 (1H, m), 3. 08 

(1H, dd, J = ll. 4, 14. 4Hz) , 3. 44 ( 1 H, dd, J = 2 
25 . 2, 14. 4Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 

4Hz) , 5. 82 (1H, s) , 6. 63 ( 1 H, d, J = 8. 3Hz) , 7 

. 31 (1H, dd, J = 2. 3, 8. 3Hz) , 7. 3 2-7. 4 6 (5H, 

m) , 8. 13 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 
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y7Xr^7-b (Ar : S-Cl-PhjR^HiR^HjR 3 : i - P 
r;R 4 :H;R 5 :Ph; n = 2) 

l HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 92-2. 03 (1H, m), 2. 96 
5 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 3. 46 ( 1 H, dd, 
J = 8. 9, 14. 4Hz) , 3. 51 (1H, dd, J = 3. 5, 14. 4H 
z) , 5. 79 (1H, s) , 6. 84 (1H, d, J = 8. 3Hz) , 7. 3 
0-7. 42 (5H, m) , 7. 42 (1H, dd, J = 2. 2, 8. 3Hz) 
,8.13 (1H, d, J = 2. 2Hz) 
10 FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

K&mm ii75 ®m& 

yJXrl/^-a (Ar : g-Cl-PhjR^HjR^HjR 3 : i-P 
15 r ; R 4 : H ; R 5 : Ph ; n = 2) 

! HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 75-1. 89 ( 1 H, m) , 3. 29 
(1H, dd, J = ll. 2, 14. 6Hz) , 3. 45 ( 1 H, dd, J = 2 
. 3, 14. 6Hz) , 3. 50 (1H, ddd, J=2. 3, 4. 9, 11. 
20 2Hz), 6. 11 (1H, s), 6. 69 (1H, dd, J = l. 2, 7. 9 
Hz) , 7. 20 (1H, t, J = 7. 9Hz) , 7. 31-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
-77XrW-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 2 (1H, m) , 3. 07 
(1H, ddd, J = 4. 5, 7. 1, 9. 5Hz), 3. 6 7-3. 8 0 (2 
H, m) , 5. 49 (1H, s) , 6. 65 (1H, dd, J = 0. 7, 7. 9 
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Hz) , 7. 19 (1H, t, J = 7. 9Hz) , 7. 2 6-7. 4 5 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M+H] + 

5 mrnm 8 2 

Mftgjl 1 7 8 0mjt 

^7Xrl/t-7-a (Ar : 9-C 1-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 — C 1-Ph ; n=2) 
*HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 7 1-1. 82 ( 1 H, m) , 3. 26 
(1H, dd, J = ll. 5, 14. 8Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 13 (1H, s) , 6. 66 (1H, d, J = 7. 9Hz) , 7. 19 
-7. 4 0 (6H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 
15 5?rXfl/t7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 4-C 1 -Ph ; n = 2) 
J HNMR (CD C 1 3 ) 6:0. 92 (3H, d, J = 6. 6Hz) , 0. 9 

7 (3H, d, J = 6. 8Hz), 1. 80-1. 95 ( 1 H, m) , 2. 95 
-3. 10 (1H, m), 3. 60-3. 80 (2H, m), 5. 50 (1H, 

20 s) , 6. 62 (1H, d, J = 7. 9Hz) , 7. 15-7. 45 (6H, m 
) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 
%teM8 3 

25 ft&mm 1180 omm 

y7Xrm-a (Ar : y-Cl-PhjR^HjR 2 ^^ 3 : i-P 
r ;R 4 :H;R 5 :4-MeO-Ph;n = 2) 
l HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 4- 1. 8 8 (1H, m) , 3. 29 
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(1H, dd, J = ll. 2, 14. 8Hz) , 3. 44 (1H, dd, 3 = 2 
. 4, 14. 8Hz) , 3. 49 (1H, ddd, J = 2. 4, 5. 2, 11. 
2Hz) , 3. 84 (3H, s) , 6. 01 (1H, s) , 6. 73 (1H, d 
d, J = l. 3, 7. 9Hz) , 6. 94 (2H, d, J = 8. 0Hz) , 7. 
5 2 0 (1H, t, J = 7. 9Hz) , 7. 27 (1H, d, J = 8. OHz) , 
7. 3 7 (1H, dd, J = l. 3, 7. 9Hz) 

FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 
^7XTl/t7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H;R 5 :4-MeO-Ph;n = 2) 
10 l HNMR (CDC 1 3 ) (5:0. 93 (3H, d, J = 6. 7 Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 88-2. 01 (1H, m) , 3. 07 
(1H, ddd, J = 4. 6, 7. 0, 9. 1Hz) , 3. 6 5-3. 8 4 (2 
H, m), 3. 84 (3H, s), 5. 45 (1H, s), 6. 69 (1H, d 
, J = 7. 9Hz) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 1 9 (1H 
15 , t, 3 = 7. 9Hz) , 7. 22 (2H, d, J = 8. 8Hz) , 7. 41 ( 
1H, d, 3 = 7. 9Hz) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 

H»J8 4 

20 Jfr&ftfll 118 1 (Dj^jg (A r : 9 -C 1 - P h ; R l : H ; R 2 : H ; R 3 : i 
-P r ; R 4 : H ; R s : 4-QH-Ph ; n=2) 

! HNMR (CDC1 3 ) (5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 7- 1. 9 9 (1H, m) , 3. 00 
-3. 10 (1H, m), 3. 64-3. 77 (2H, m), 5. 43 (1H, 
25 s) , 6. 6 7-6. 7 0 ( 1 H, m) , 6. 8 4- 6. 8 9 (2H, m) , 7 
. 14-7. 23 (3H, m) , 7. 3 8-7. 4 3 (1H, m) 
FAB-MS (m/e) : 3 6 6/3 6 8 [M + H] + 



HJSM8 5 
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jfr&m 1199 (pmt 

^7Xfl/tV-a (Ar : 9-C 1 -Ph ; R 1 :H ; R 2 :H ; R 3 : i-P 
r;R 4 :H; R 5 : 3-C 1 -4-Me-Ph ; n = 2) 
X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
5 8 (3H, d, J = 6. 8Hz) , 1. 7 4- 1. 8 5 (1H, m) , 2. 39 
(3H, s) ,3. 40-3. 50 (2H, m) , 6. 09 ( 1 H, s), 6. 7 
0 (1H, d, J = 7. 7Hz), 7. 10 (1H, d, J = 7. 9Hz),7. 
2 0-7. 2 7 (2H, m) ,7. 36-7. 41 (2H, m) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 
10 ?7^fl/f7-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H;'R 5 :3-Cl-4-Me-Ph;n = 2) 

*HNMR (CDC 1 3 ) <5:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 6Hz), 1. 81-1. 98 (1H, m) , 2. 40 
(3H, s) , 3. 00-3. 10 (1H, m) , 3. 67-3. 75 (2H, 
15 m), 5. 46 (1H, s), 6. 66 (1H, d, J = 7. 9Hz), 7. 0 
7 (1H, dd, J = l. 7, 7. 9Hz) , 7. 21 (1H, dd, J = 6. 
9, 7. 9Hz) , 7. 25 (1H, d, J = 7. 9Hz) , 7. 34 (1H, 
d, J = l. 7Hz) , 7. 42 (1H, d, J = 6. 9Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

20 

m&ms 6 

fc&mm. 1201 <omt 

PTXf-U^—a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 3 -F-4-F-P h ; n = 2) 
25 J HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 7 2-1. 8 4 (1H, m) , 3. 25 
(1H, dd, J = ll. 6, 14. 9Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 17 (1H, s) , 6. 66 (1H, d, J = 7. 5Hz) , 7. 00 
~7. 10 (1H, m) , 7. 12-7. 30 (3H, m) , 7. 42 (1H, 
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d, J = 8. 1Hz) 

FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 
>?7XT^f?-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 3 — F — 4 — F — Ph ; n= 2) 
5 X HNMR (CDC 1 s ) <5 : 0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 2- 1. 9 5 (1H, m) , 2. 95 
-3. 10 (1H, m) , 3. 60-3. 78 (2H, m) , 5. 53 ( 1 H, 
s) , 6. 63 (1H, d, J = 7. 9Hz) , 7. 0 0-7. 0 9 ( 1 H, m 
) , 7. 13-7. 30 (3H, m) , 7. 45 (1H, d, J = 7. 9Hz) 
10 FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 

mmm 8 1 

fc&mm 1208 omm. 

^7XfVt^-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r;R 4 :H; R 5 : 3 -F - 4 -OM e - P h ; n = 2) 

X HNMR (CDC 1 3 ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 7 2-1. 84 (1H, m) , 3. 26 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 3 5-3. 5 2 (2H, m 

) , 3. 91 (3H, s) , 6. 07 (1H, s) , 6. 72 (1H, d, J = 
20 7. 5Hz), 6. 92-7. 05 (2H, m),7. 12-7. 27 (2H, m 

) , 7. 12-7. 27 (2H, m) , 7. 39 (1H, d, J = 8. 0Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

mTPt^-b (Ar:9-Cl-Ph;R x :H;R 2 :H;R 3 : i-P 

r;R 4 :H; R 5 : 3 -F - 4 -OM e - P h ; n = 2) 
25 *HNMR (CD C 1 3 ) <5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 8 5-1. 9 8 (1H, m) , 3. 00 

-3. 10 (1H, m) , 3. 6 5-3. 7 5 (2H, m) , 3. 92 (3H, 

s) , 5. 46 (1H. s) , 6. 68 ( 1 H, d, J = 7. 2Hz) , 6. 9 

5-7. 12 (2H, m) , 7. 22 (1H, t, J = 7. 9Hz) 
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FAB-MS (m/e) : 3 9 8/4 0 0 [M+H] + 



£MM 8 8 

fcjWjll 2 1 9g)jg3| (Ar :9-Cl-Ph;R l :H;R 2 :H;R 3 : i 
5 -Pr ;R 4 :H;R 5 : 3-1, 4-n-P rNHCOCH , 0-Ph ; n = 2 
L 

! HNMR (CDC 1 3 ) <5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 70 (2H, m) , 1. 84-1. 98 (1H, m) , 3. 0 2- 

10 3. 09 (1H, m), 3. 37 (1H, t, J = 6. 9Hz), 3. 39 (1 
H, t, J = 6. 9Hz), 3. 6 5-3. 7 8 (2H, m) , 4. 5 5 (2H 
, s) , 5. 48 (1H, s) , 6. 64 ( 1 H, dd, J = l. 2, 7. 9H 
z), 6. 81 (1H, d, J = 8. 4Hz), 7. 21 (1H, brs), 7 
. 22-7. 27 (1H, m) , 7. 30 (1H, dd, J = 2. 2, 8. 4H 

15 z), 7. 45 (1H, dd, J = l. 2, 7. 9Hz), 7. 77 (1H, d 
, J = 2. 2Hz) 
FAB-MS (m/e) : 5 9 1/5 9 3 [M + H] + 

mMM8 9 

20 it&mm 1 2 2 0 (Pgjg (AriQ-Cl-PhiR'iHiR^HiR 3 : i 
-Pr ;R 4 :H;R 5 : 3-1-4 -MeO-Ph ;H;n = 2) 

X HNMR (CDC1 3 ) (5:0. 94 (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 5-2. 0 0 (1H, m) , 3. 02 
-3. 12 (1H, m), 3. 68-3. 72 (2H, m), 3. 91 (3H, 
25 s), 5. 44 (1H, s ) , 6. 65-6. 69 ( 1 H, m) , 6. 84 (1 
H, d, J = 8. 5Hz) , 7. 2 0-7. 2 7 (2H, m) , 7. 44 (1H 
, dd, J = l. 3, 8. 1Hz) , 7. 76 (1H, d, J = 2. 1Hz) 
FAB-MS (m/e) : 5 0 6/5 0 8 [M + H] + 
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MMM9 0 

it^mi 1 2 2 7 (QWt 

mfl/t7-a (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R 5 : Ph ; n = 2) 
5 l HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 00 
(1H, dd, J = ll. 1, 14. 5Hz), 3. 42 (1H, dd, J = 2 
. 3, 14. 5Hz), 3. 50 (1H, ddd, J = 2. 3, 4. 8, 11. 
1Hz) , 5. 99 (1H, s) , 6. 50 (1H, d, J = 7. 9Hz) , 7 
10 . 05 (1H, dd, J = 7. 9, 11. 0Hz) , 7. 2 8-7. 4 5 (6H 
, m) 

FAB-MS (m/e) : 3 3 4 [M+H] + 
vT^xW-^-b (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R s :Ph;n = 2) 

15 X HNMR (CDCI3) 6:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 (1H, m) , 3. 00 
-3. 10 (1H, m), 3. 60-3. 75 (2H, m), 5. 53 (1H, 
s) , 6. 53 (1H, d, J = 7. 9Hz) , 7. 11 (1H, dd, J = 7 
. 9, 10. 7Hz), 7. 25-7. 45 (6H, m) 

20 FAB-MS (m/e) : 3 3 4 [M+H] + 

mmm9 1 

ik&mn 2 3 2<Dmm (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R 5 : 4-MeQ-Ph ; n = 2) 
25 X HNMR (CDC 1 3 ) <5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 8 5-2. 0 0 (1H, m) , 2. 98 
-3. 11 ( 1 H, m) , 3. 65-3. 71 ( 2 H, m) , 3. 84 (3 H, 
s) , 5. 48 (1H, s) , 6. 56 (1H, d, J = 7. 3Hz) , 6. 9 
3 (2H, d, J = 8. 5Hz), 7. 05-7. 15 (1H, m), 7. 24 
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(2H, d, J = 8. 5Hz) , 7. 2 5 -7. 3 6 (1H, m) 
FAB-MS (m/e) : 3 6 4 [M + H] + 



mm\9 2 

5 it&Wn 2 6 KDjgjj ( A r : 9 — F — P h ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 : 3- I -4-MeO-Ph ; n = 2) 

*HNMR (CD C 1 3 ) 5:0. 94 (3 H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 6Hz) , 1. 8 5- 1. 9 8 ( 1 H, m) , 3. 00 
-3. 10 (1H, m), 3. 63-3. 70 (2H, m), 3. 91 (3H, 

10 s) , 5. 49 (1H, s) , 6. 56 (1H, d, J = 7. 9Hz) , 6. 5 

8 (1H, d, J = 8. 3Hz) 7. 10-7. 17 (1H> dd, J = 7. 9 
, 8. 5Hz), 7. 20-7. 40 (2H, m) , 7. 78 (1H, d, J = 
2. 2Hz) 

FAB-MS (m/e) : 4 90 [M+H] + 

15 

mmmQ 3 

it^m 1275 omfe 

y7XfW-a (Ar : 7 - I - 8 - n -P r NHCOCH 2 0- P h ; R 1 
: H ; R 2 : H ; R 3 : i -Pr ; R 4 : H ; R 5 : Ph ; n=2) 

20 J HNMR (CDC 1 8 ) (5:0. 95 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 0. 97 (3H, d, J = 7. 5Hz) , 1 
. 50-1. 68 (2H, m) , 1. 73-1. 88 (1H, m), 3. 07 ( 
1H, dd, J = ll. 0, 14. 1Hz), 3. 34 (1H, t, J = 6. 7 
Hz), 3. 36 (1H, t, J = 6. 7Hz), 3. 43 ( 1 H, dd, J = 

25 2. 0, 1 4. 1Hz) , 3. 4 5-3. 5 2 (1H, m) , 4. 59 (2H, 
s), 5. 75 (1H, s), 6. 86 (1H, brs), 7. 10 (1H, s 
), 7. 35-7. 48 (5H, m), 7. 5 4 ( 1 H, s) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
S?7^fW-b (Ar : 7 - I - 8 -n -P r NHCOCH 2 0- P h ; R 1 
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:H;R 2 :H;R 3 : i-Pr ; R 4 : H ; R 5 : Ph ; n=2) 

*HNMR (CDC 1 8 ) <5 : 0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 00 (3H, t, J = 7. 3Hz) , 1 
. 55-1. 70 (2H, m) , 1. 90-2. 01 (1H, m) , 2. 95- 
5 3. 01 (1H, m) , 3. 36 (1H, t, J = 6. 7Hz), 3. 38 (1 
H, t, J = 6. 7Hz) , 3. 42 ( 1 H, dd, J = 9. 3, 14. 5Hz 
), 3. 49 (1H, dd, J = 3. 0, 14. 5Hz), 4. 61 (2H, s 
), 5. 73 (1H, s ) , 6. 88 (1H, brs), 7. 26-7. 44 ( 
7H, m) , 7. 5 2 (1H, s) 
10 FAB-MS (m/e) : 5 5 7 [M+H] + 



mmm 9 4 

it^mm 1276 <omt 

mf^V^a (Ar : 7-1-8 -MeO-Ph ; R 1 : H; R 2 :H; R 
15 3 : i-Pr ; R 4 : H ; R 5 : Ph ; n = 2) 

! HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 08 
(1H, dd, J = ll. 2, 14. 2Hz) , 3. 43 ( 1 H, dd, J = 2 

. 3, 14. 2Hz) , 3. 48 (1H, ddd, J = 2. 3, 5. 0, 11. 
20 2Hz), 3. 95 (3H, s), 5. 75 (1H, s), 7. 08 (1H, s 

), 7. 31-7. 47 (5H, m), 7. 55 (1H, s) 
FAB-MS (m/e) :4 7 2 [M+H] + 

^T^T-M-^-b (Ar : 7 — I — 8 — M e O — P h ; R 1 : H ; R 2 : H ; R 

3 : i-Pr ;R 4 :H;R 5 : Ph; n = 2) 
25 'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 7Hz) , 1. 8 8- 1. 9 9 (1H, m) , 2. 98 
(1H, ddd, J = 3. 0, 5. 8, 9. 4Hz) , 3. 41 (1H, dd, 

J = 9. 4, 14. 3Hz) , 3. 49 ( 1 H, dd, J = 3. 0, 14. 3H 
z) , 3. 98 (3H, s) , 5. 71 (1H, s) , 7. 26-7. 41 (5 



WO 02/053548 PCT/JP01/1 1 267 

150 

H, m) , 7. 33 (1H, s ) ., 7. 54 (1H, s) 
FAB-MS (m/e) :4 7 2 [M + H] + 

m&m 9 5 

5 4\&®mi 2 7 7<Pjtjg (Ar : 9 — 1 — 6— MeQ — Ph ; R 1 : H ; R 2 : H 
; R 3 : i-Pr ;R 4 :H;R 5 :Ph;n=2) 

! HNMR (CDC 1 ,) 6:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 7 2- 1. 8 9 (lH. m), 3. 10 
-3. 33 (3H, m), 3. 51 (3H, s), 6. 38 (1H, s), 7. 
10 18-7. 26 (2H, m), 7. 26-7. 33 (3H, m) , 7. 79 (1 
H, d, J=8. 4Hz) , 7. 99 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

$mM9 6 

15 fc&Mn 2 7 8<Dmm (Ar:6-I -9-OH-Ph ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 2) 

'HNMR (CDC 1 3 ) 6:0. 90 (3H, d, J = 6. 6Hz), 0. 9 
6 (3H, d, J = 6. 7Hz) , 1. 8 5- 1. 9 5 (1H, m) , 3. 00 
-3. 10 ( 1 H, m) , 3. 64-3. 71 (2H, m) , 4. 07 ( 3 H, 
20 s) , 5. 41 (1H, s) , 6. 21 (1H, d, J = 8. 5Hz) , 7. 2 
5-7. 45 (5H, m) , 7. 71 (1H, d, J = 8. 5Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

nmm 9 7 

25 Jfr&feflil 1 0 9 3 <Pg% (5- (4-^PD-3-^f;i/7x^Jl/) -3—fV 
^Ptf;i/-2, 3, 4, 5-fh7bFP-lH-l A 6 . 4-1>*S^7W 
>-l, 

ttW?)V&*3-)\r3L7. : r)\'l0. Og (59. 5mmol) 

-)vmn2 omii:, iiji0!iioxgii?#e.n^2--ryyDtr;i/7v?u> ? > 
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10m IS:, OIClCTlO^rWTlTtfc, R*»«&MfcRUH8»# 
Jx^^MffiTKMUfc. MHrh7kHD77>»100mlS: 
iPx., iViThUxW5>16. 6ml ( 1 1 9mmo 1 ) , -k®- t - 
^;H4. 2g (6 5. 4mmol) £Jll;L, 2B#r B m^bfc 0 ^X^;i/X 

iz&mmv, 2- (-2- { (t-?h*>^;^n;» 7^/} - 

3-^^;V^;W 7s)V7r~)V) 4g (J0U&: 5 9%) 

io %m&mwwt vxmco 

2 HNMR (CDC1 3 ) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 42 (9H, s), 2. 00-2. 10 
(1H, m), 3. 01-3. 15 (2H, m) , 3. 70-3. 82 (1H, 
m), 3. 91 (3H, s), 4. 71 ( 1 H, bs), 7. 12-7. 20 ( 
15 1H, m) , 7. 3 9-7. 4 6 (2H, m) , 7. 9 2 (1H, d, J = 6. 
9Hz) 

FAB-MS (m/e) : 3 5 4 [M+H] + 

igiTfWc^^i/ 2- ( (2- { (t-^h^>*;w#n;w T^y 

} -3-^^^;P) x;P7rx:;i/) ^>yx-M2. 4g (3 5. 1mm 
20 ol) (10 0ml) fc, 2N*»fc^HJtfAzKi8 

$3 5ml (70. Ommol) £2J0;L> 

^SiETHISb, #6tifc5ffitlclN4fcBfoK»«[ (4 0ml) fciPTt^a 

U MJETfciftfiSbfc. ^^b^^W>^5 0ml$iP^ ttWi-k 
25 FD+y^>^FU7y-JH0. Og (lHmmol) , l-(3-^^ 
)VT 5 / 7a fcf )V) -3-IfWJ^^HIttlO. Og, N, O-S? 
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N- (1- { ( {2- ( {*h*5/ i^)V) 7S/} #;i/#x;» 7x'JH 

x;i/77n;w) - 2 - *^;k/p k°;i/) *;i/A/-b8. i5g (jm 

5 : 6 0%) *«J(tfilllltt*ibT#fc. 

J HNMR (CDC 1 3 ) 6:0. 89 (3H, d, J = 6. 6Hz), 0. 9 
0 (3H, d, J = 6. 8Hz) , 1. 36 (9H, s) , 1. 82-2. 00 
(1H, m) , 3. 01-3. 20 (3H, m), 3. 32 (3H, bs), 3 
. 53 (3H, bs) , 5. 08 (1H, bs) , 7. 21-7. 27 (2H, 
10 m) , 7. 27-7. 38 (1H, m) , 7. 54 (1H, d, J = 7. 5Hz 
) 

FAB-MS (m/e) :3 8 3 [M+H] + 

xn2x*%t>nfct -7^)v n- (l - { ( {2- ( uh^> c^ww 

15 )MA7-hl50mg (0. 3 9mmo 1 ) ^tPr h5k HD79>»* 
(2ml) \Z, V^^A117mg (4. 2 mm o 1 ) ^2-^DO-5- 
7~U*Y)VX->% 0 5mg (3. 9mmol) £fcck9W«Lfc#U:i7;MttaS 
©fh7kFn77>ii(5ml) S&tgffl&T, -7 8^X10^ 

20 7>*x#A*»tf£SS]bnb&. i«x^;WX^xJ^Kj6»«*J|llHlU, #a 

x;v=4 : i) \zxnmmh, t-y>;v n- u- { ( {2- u-^pd 

- 3 - *7)V*<>*M )V) 7xx;W x;V77x;W *?\>w -2-^^7*0 

25 MM %)Vn*- MO 7mg (JR* : 6 1 %) Zmt&mftVot UT#&. 

X HNMR (CDC 1 3 ) <5:0. 84 (3H, d, J = 6. 8Hz), 0. 8 
4 (3H, d, J = 6. 8Hz) , 1. 37 (9H, s) , 1. 75-1. 85 
(1H, m) , 2. 29 (3H, s) , 2. 9 5-3. 0 5 (2H, m) , 3. 
50-3. 60 (1H, m), 4. 75 (1H, bs), 7. 26-7. 31 ( 
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2H, m) , 7. 3 9-7. 5 9 (4H, m) , 7. 68 (1H, d, J = l. 
9Hz) 

FAB-MS (m/e) :44 9 [M + H] + 

ig3T#snfct -7^;i/ N— (1- { ( {2- (4-^UD-3-^f 
5 )V1>*M)V) 7x-Jl/} TJI^tx;!/) -2-*W7uid)V) *)V 

A7-h6 8mg (0. 15mmol) £ 4 N&{t7KiSi 1 , 4-z?ttV>mffi. 
(3. 0ml) £m^T-I!fcjf#U S^^^JET^a^tyto SIC 

2, 6-;i^>>> (3. omi) &Un^.> il^i? (1. 0ml) ^JnUfc 0 m 

&7«ir«#U tt*U MET«||bfco »*fchU7^*n|ffl| (3. 
0ml) mm%M%-, 3 0%mWt4tJkm& (1. Oml) fc&jO'C^M^Tmin 

Tjc^l, 4-5?*^>»* (3. Oml) Sin*., mm&* (2 00rag) £ 

^isu -k^-r HTataufc. @mx5f;i/T2iii&ffiu j*m^^^Ti§^ 

20 >/^x^;i/ (4: i) &mmffltTz>%7&?u'?htf774-\zttu 5 
- (4-^dd-3-^wx - -3— rv7 e ntr;p-2, 3, 4, 5- 

fh7kHD-l H— 1 A 6 , 4-^>y^7iik!>- 1, 1 ->^>£>^7X 
T^T-a (12. 8mg) ^«k^b (2 2. 3mg) £&^fi<Z)?ft#£$$l 

25 '^7Xfl/t7-a 

*HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 ( 1 H, m) , 2. 40 
(3H, s) , 3. 05 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 
4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 50 ( 1 H, ddd, J = 
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2. 3, 4. 8, 11. 3Hz) , 5. 85 (1H, s) , 7. 18 ( 1 H, d 
d, J = 2. 2, 8. 2Hz) , 7. 26 ( 1 H, d, J = 2. 2Hz) , 7. 
3 6-7. 4 3 (3H, m) , 8. 13-8. 17 (1H, m) 

FAB-MS (m/e) : 3 6 4 [M + H] + 
5 yJXrl/^-b 

'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 37 
(3H, s) , 2. 98 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 

3. 43 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 49 (1H, dd, 
10 J = 3. 5, 14. 3Hz), 5. 80 (1H, s) , 6. 89-6. 94 (1 

H, m) , 7. 09 (1H, dd, 3 = 2. 1, 8. 3Hz) , 7. 19 (1H 
, d, J = 2. 1Hz) , 7. 33 (1H, d, J = 8. 3Hz) , 7. 45- 
7. 52 (2H, m) , 8. 13-8. 18 (1H, m) 
FAB-MS (m/e) : 3 64 [M+H] + 

15 

mmm9 8 

fe&mmi 0 0 8<Dmm (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H;R 5 : 4-Pyr idyl ;n = 0) 
20 X HNMR (CDC 1 3 ) 5:0. 9 5. (3 H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 6 3- 1. 8 0 ( 1 H, m) , 2. 41 
(1H, dd, J = 10. 9, 14. 0Hz), 2. 91 ( 1 H, dd, J = 2 
. 2, 14. 0Hz), 2. 96-3. 0 4 (1H, m) , 5. 75 (1H, s 
), 6. 51-6. 5 4 (1H, m) , 7. 15-7. 1 9 (2H, m) , 7. 
25 4 1 (2H, d, J = 6. 1Hz) , 7. 67-7. 71 (1H, m) , 8 . 6 
1 (2H, d, J = 6. 1Hz) 
FAB-MS (m/e) : 2 8 5 [M+H] + 



^MM9 9 
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K&mw 1018 <omk 

^7^fl/t7-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-Me-Ph ; n = 2) 
! HNMR (CDC 1 3 ) 6:0. 9 7 (3H, d, J = 6. 8Hz), 0. 9 
5 7 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 7 (1H, m) , 2. 40 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
2 (1H, dd, J = 2. 3, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 3, 4. 9, 11. 4Hz) , 5. 82 ( 1 H, s) , 6. 71-6. 75 
(1H, m) , 7. 21-7. 30 (4H, m) , 7. 32-7. 41 (2H, 

10 m) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 
mf^Y-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n = 2) 
*HNMR (CDC 1 8 ) (5:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
15 9 (3H, d, J = 6. 7Hz) , 1. 9 3-2. 0 0 (1H, m) , 2. 37 
(3H, s) , 2. 96 (1H, ddd, J = 3. 6, 5. 7, 8. 9Hz) , 

3. 44 (1H, dd, J = 8. 9, 14. 3Hz), 3. 47 (1H, dd, 
J = 3. 6, 14. 3Hz), 5. 80 (1H, s), 6. 91-6. 95 (1 
H, m) , 7. 16-7. 2 3 (4H, m) , 7. 4 3-7. 4 9 (2H, m) 

20 , 8 . 1 3 - 8 . 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 

mmmi o o 
tt&mw ioi9 omm 

25 mf^7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-Me-Ph ; n = 2) 

'HNMR (CDC 1 8 ) <5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 73-1. 88 (1H, m) , 2. 38 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
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2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 2, 4. 9, 11. 4Hz) , 5. 83 (1H, s) , 6. 70-6. 74 
(1H, m) , 7. 12-7. 22 (3H, m) , 7. 27-7. 41 (3H, 

m) , 8 . 12-8. 1 6 ( 1 H, m) 
5 FAB-MS (m/e) : 3 3 0 [M + H] + 

S?7^rUt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-Me-Ph ; n = 2) 

*HNMR (CDC 1 8 ) 6:0. 95 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 7Hz), 1. 92-2. 04 ( 1 H, m) , 2. 36 
10 (3H, s) , 2. 96 (1H, ddd, J = 3. 7, 5. 9, 8. 9Hz) , 

3. 46 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 50 ( 1 H, dd, 
J = 3. 7, 14. 3Hz), 5. 80 (1H, s), 6. 88-6. 92 (1 
H, m), 7. 11-7. 17 ( 3 H, m) , 7. 25-7. 31 ( 1 H, m) 

, 7. 4 3-7. 5 0 (2H, m) , 8. 12-8. 16 ( 1 H, m) 
15 FAB-MS (m/e) : 3 3 0 [M+H] + 

mmm 1 o 1 
<k&®m 0240MB 

mfWt^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
20 ; R 5 : 3-Ph-Ph ;n=2) 

X HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 6Hz), 0. 9 

9 (3H, d, J = 6. 6Hz) , 1. 75-1. 85 ( 1 H, m) , 3. 10 

(1H, dd, J = ll. 7, 14. 1Hz) , 3. 45 (1H, dd, J = 2 

. 1, 14. 1Hz), 3. 51-3. 5 8 (1H, m) , 5. 97 (1H, s 
25 ) , 6. 7 8 (1H, dd, J = 2. 1, 6. 3Hz) , 7. 3 0-7. 7 0 ( 

1 1H, m) , 8. 1 0-8. 2 0 (1H, m) 
FAB-MS (m/e) : 3 9 2 [M + H] + 

i^T^TPtV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R s : 3-Ph-Ph ; n = 2) 
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l HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 1. 0 
1 (3H, d, J = 6. 5Hz) , 1. 9 5-2. 0 3 (1H, m) , 2. 98 
-3. 18 (1H, m) , 3. 4 5-3. 5 6 (2H, m) , 5. 92 (1H, 
s) , 6. 9 6-6. 9 9 (1H, dd, J = 3. 6, 5. 5Hz) , 7. 28 
5 -7. 60 (11H, m) , 8. 16 ( 1 H, dd, J = 3. 5, 5. 5Hz) 

FAB-MS (m/e) :3 9 2 [M + H] + 

MMM 1 0 2 
Jfr&WJ 1 0 2 6 (pmm 
10 ^T^fl/^a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 4-Cl-Ph; n = 2) 
! HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 3-1. 8 8 (1H, m) , 3. 05 
(1H, dd, J = ll. 6, 14. 5Hz) , 3. 45 ( 1 H, dd, J = 2 

15 . 3, 14. 5Hz), 3. 49 (1H, ddd, J = 2, 3, 4. 9, 11. 
6Hz), 5. 91 (1H, s), 6. 60-6. 70 (1H, m), 7. 31 
-7. 4 2 (6H, m) , 8. 12-8. 17 (1H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

20 (At : Ph ; R 1 :H ; R 2 :U ; R 3 : i -P r ; R 4 : H ; R 5 : 4-C 1 - 
Ph ; n = 2) 

*HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 8 Hz) , 1. 8 8-2. 0 0 (1H, m) , 3. 0 0 
(1H, ddd, J = 3. 5, 5. 6, 8. 9Hz) , 3. 41 (1H, dd, 

25 J = 8. 9, 14. 3Hz) , 3. 44 ( 1 H, dd, J = 3. 5, 14. 3H 
z), 5. 83 (1H, s), 6. 90-6. 94 (1H, m), 7. 26 (2 
H, d, J = 8. 6Hz) , 7. 34 (2H, d, J = 8. 6Hz) , 7. 46 
-7. 53 (2H, m), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 



WO 02/053548 



PCT/JP01/11267 



158 

JHfcffl 1 0 3 

JfrfefegS 1 0 8 3 (Ogji 

^7XfVf7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
5 ; R 5 : 3— Me — 4— Me-Ph ; n = 2 ) 

*HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 72-1. 90 (1H, m) , 1. 95 
(3H, s) , 2. 30 (3H, s) , 3. 06 (1H, dd, J = ll. 4, 
14. 3Hz) , 3. 44 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
10 3 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz), 6. 09 ( 1 H, s 
), 6. 60-6. 64 ( 1 H, m) , 7. 16-7. 26 ( 2 H, m) , 7. 
31-7. 42 (2H, m) , 7. 46 ( 1 H, d, J = 7. 7Hz) , 8. 1 
2 - 8 . 16 ( 1 H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 
15 ^7Xfl/tV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R S : 3-Me-4-Me-Ph;n = 2) 

'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 96 (3H, s) , 1. 96-2. 11 
(1H, m) , 2. 2 9 (3H, s) , 2. 7 7-2. 9 0 (1H, m) , 3. 
20 56-3. 68 (2H, m), 6. 04 (1H, s), 6. 69-6. 73 (1 
H, m) , 7. 19-7. 2 6 (3H, m) , 7. 3 8-7. 5 1 (2H, m) 
, 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 4 4 [M+H] + 

25 10 4 

fc&mmi o 8 4<DMm 

i?7Z^UJr^~-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R s : 2-Me-4-Me-Ph ; n = 2) 
X HNMR (CDC 1 s ) <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 6- 1. 8 3 (1H, m) , 2. 03 
(3H, s), 2. 37 (3H, s) , 3. 05 ( 1 H, dd, J = ll. 5, 
14. 3Hz) , 3. 45 (1H, dd, J = 2. 1, 14. 3Hz), 3. 5 

2 (1H, ddd, J = 2, 1, 4. 5, 11. 5Hz) , 5. 99 (1H, s 
5 ) , 6. 6 3-6. 6 6 (1H, m) , 7. 02 ( 1 H, s) , 7. 14 (1H 

', d, J = 8. 0Hz) , 7. 31-7. 42 (2H, m) 7. 45 (1H, d 
, J = 8. OHz) , 8. 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
y7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
10 ; R 5 : 2— Me — 4— Me — Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 98-2. 10 ( 1 H, m) , 2. 20 
5 (3H, s ) , 2. 36 (3H, s ) , 2. 76-2.83 ( 1 H, m) , 3 
. .5 5-3. 5 9 (2H, m) , 5. 95 (1H, s) , 6. 71-6. 75 ( 
15 1H, m), 7. 03 (1H, s) , 7. 12 (1H, d, J = 8. 2Hz), 
7. 3 8-7. 4 7 (2H, m) , 7. 44 (1H, d, J = 8. 2Hz) , 8 
. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 

20 mmm 1 o 5 

fc^mm loss (omm 

mfW-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 2 -Me -5 -Me -Ph ; n = 2) 
X HNMR (CDC 1 3 ) <5:0. 99 (3H, d, J = 6. 8Hz), 1. 0 
25 0 (3H, d, J = 6. 9Hz) , 1. 7 7- 1. 9 0 (1H, m) , 2. 02 
(3H, s), 2. 40 (3H, s) , 3. 05 ( 1 H, dd, J = l 1. 5, 
14. 4Hz) , 3. 47 (1H, dd, J = 2. 2, 14. 4Hz) , 3. 5 

3 (1H, ddd, J = 2, 2, 4. 9, 11. 5Hz) , 6. 00 (1H, s 
) , 6. 61-6. 65 (1H, m) , 7. 07 ( 1 H, d, J = l. 1Hz) 
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, 7. 07 (1H, d, J = l. 1Hz) , 7. 3 2-7. 42 (2H, m) , 
7. 37 (1H, d, J = l. 1Hz) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
^TXxl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ;R 5 :2-Me-5-Me-Ph;n = 2) 

X HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 2. 00-2. 12 (1H, m) , 2. 03 
(3H, s) , 2. 39 (3H, s) , 2. 81 (1H, ddd, J = 3. 8, 
6. 0, 8. 4Hz) , 3. 56 ( 1 H, dd, J = 8. 4, 14. 1Hz) , 
10 3. 5 9 (1H, dd, J = 3. 8, 14. 1Hz) , 5. 95 ( 1 H, s) , 
6. 70-6. 7 4 (1H, m) , 7. 08 (2H, s), 7. 36 (1H, s 
), 7. 38-7. 48 (2H, m) , 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

15 mmm 1 o 6 

it&WM 1 0 8 7 CDgjS 

y7Xfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-Me-4-Me-Ph;n=2) 
*HNMR (CDClj) 5:0. 97 <3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz), 1. 75-1. 89 (1H, m), 2. 29 
(3H, s) , 2. 30 (3H, s) , 3. 07 (1H, dd, J = l 1. 4, 
14. 3Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
1 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz), 5. 78 ( 1 H, s 
) , 6. 7 3-6. 7 7 (1H, m) , 7. 11-7. 21 (3H, m) , 7. 
25 33-7. 40 ( 2 H, m) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 
mf^T-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Me-4-Me-Ph ; n = 2) 
'HNMR (CDC 1 8 ) <5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 9 3-2. 0 6 (1H, m) , 2. 26 
(3H, s) , 2. 28 (3H, s) , 2. 96 (1H, ddd, J = 3. 6, 
5. 8, 9. 0Hz) , 3. 45 ( 1 H, dd, J = 9. 0, 14. 5Hz) , 
3. 51 (1H, dd, J = 3. 6, 14. 5Hz) , 5. 76 (1H, s) , 

5 6. 9 1 - 6. 9 4 (1H, m) , 7. 04 ( 1 H, dd, J-l. 6, 7. 8 
Hz) , 7. 10 (1H, s) , 7. 14 (1H, d, J = 7. 8Hz) , 7. 
42-7. 49 (2H, m) , 8. 12-8. 16 (lH,m) 
FAB-MS (m/e) : 3 44 [M + H] + 

io mmrn 1 o i 

fc&mm 1 0 9 0 (pmm. 

^7Xf^tY-a (Ar iPhiR^HjR^HjR 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-Me-Ph;n=2) 
X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

15 8 (3H, d, J = 6. 7Hz), 1. 70-1. 90 (1H, m) , 2. 31 
(3H, s) , 3. 05 (1H, dd, J = ll. 4, 14. 4Hz), 3. 4 
3 (1H, dd, J = 2. 3, 14. 4Hz) , 3. 4 7-3. 5 5 ( 1 H, m 
), 5. 88 (1H, s), 6. 71-6. 74 (1H, m), 7. 03 (1H 
, dd, J = l. 5, 7. 7Hz) , 7. 11 ( 1 H, dd, J = l. 5, 10 

20 . 6Hz) , 7. 20 (1H, dd, J = 7. 7, 10. 6Hz), 7. 37- 
7. 41 ( 2 H, m) , 8. 12-8. 16 ( 1 H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
i?77,f'/t^b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 3-F, 4-Me-Ph;n = 2) 

25 *HNMR (CDC 1 8 ) (5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 11 ( 1 H, m) , 2. 28 
(3H, s), 2. 97-3. 05 ( 1 H, m) , 3. 35-3. 50 (2H, 

m), 5. 81 (1H, s), 6. 92-7. 00 (2H, m), 7. 03 (1 
H, d, J = 10. 8Hz) , 7. 16 (1H, dd, J = 7. 7, 10. 8H 
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z) , 7. 49-7. 51 (2H, m) , 8. 14-8. 17 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M + H] + 



ntim 1 0 8 

5 ft&mw 1092 (omm 

^7Xfl/f?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 4-F-3-Me-Ph ; n = 2) 

*HNMR (CDC1 3 ) <5 : 0. 97 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 2. 3 0 
10 (3H, d, J F _ H =1. 9Hz), 3. 06 (1H, dd, J = 11. 3, 1 
4. 2Hz) , 3. 44 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 49 
(1H, ddd, J = 2, 3, 4. 9, 11. 3Hz) , 5. 83 (1H, s) 
, 6. 69-6. 74 (1H, m) , 7. 01-7. 08 ( 1 H, m) , 7. 1 
5-7. 22 (2H, m), 7. 36-7. 43 (2H, m), 8. 12-8. 
15 16 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
ifrZr-UJr^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 4 — F — 3 —Me — P h ; n = 2) 
*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
20 9 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 3 (1H, m) , 2. 27 
(3H, d, Jp_ H =l. 9Hz) , 2. 97 ( 1 H, ddd, J = 3. 5, 5 
. 7, 9. 0Hz) , 3. 43 ( 1 H, dd, J = 9. 0, 14. 3Hz) , 3 
. 47 (1H, dd, J = 3. 5, 14. 3Hz) , 5. 79 (1H, s) , 6 
. 89-6. 91 (1H, m), 6. 91-7. 03 (1H, m) , 7. 07- 
25 7. 1 7 (2H, m) , 7. 45-7. 51 (2H, m) , 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 



mm 1 0 9 



WO 02/053548 PCT/JP01/11267 

163 

y7XfVtY-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-F, 4-F-Ph ; n = 2) 
X HNMR (CDC 1 ,) <5:0. 98 (3H, d, J = 6. 4Hz), 0. 9 
5 9 (3H, d, J = 6. 4Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 04 
(1H, dd, J = ll. 9, 14. 2Hz) , 3. 46 (1H, dd, J = 2 
. 2, 14. 2Hz), 3. 45-3. 54 ( 1 H, m) , 5. 93 (1H, s 
) , 6. 65-6. 90 (2H, m), 7. 05-7. 20 (2H, m) , 7. 
39-7. 48 ( 2 H, m) , 8. 13-8. 20 ( 1 H, m) 
10 FAB-MS (m/e) : 3 5 2 [M+H] + 

yJ^fl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 :3-F, 4-F-Ph ; n= 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
1 (3H, d, J = 6. 4Hz), 1. 88-1. 99 (1H, m), 2. 97 
15 -3. 05 (1H, m) , 3. 35-3. 42 (2H, m) , 5. 83 (1H, 
s), 6. 95-7. 01 (2H, m) , 7. 05-7. 25 (2H, m), 7 
. 50-7. 55 (2H. m) , 8. 15-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 3 5 2 [M+H] + 

20 mm 1 1 o 

te&mm io95 <dmt& 

^f^Y-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1 -Ph ; n = 2) 
X HNMR (CDC 1 ,) 6:0. 99 (3H, d, J = 7. 0Hz), 1. 0 
25 0 (3H, d, J = 7. 0Hz), 1. 75-1. 90 (1H, m), 3. 05 
(1H, dd, J = ll. 4, 14. 8Hz), 3. 46 (1H, dd, J = 2 
. 3, 14. 8Hz), 3. 45-3. 52 ( 1 H, m) , 5. 96 (1H, s 
), 6. 70-6. 77 (1H, m), 7. 11 (1H, d, J = 8. 3Hz) 
, 7. 30 (1H, dd, J = l. 7, 8. 3Hz) , 7. 3 9-7. 4 7 (3 
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H, m) , 8 . 14-8. 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 
^7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-C 1-Ph;n=2) 
5 : HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 7. 0Hz) , 1. 0 
1 (3H, d, J = 7. 0Hz) , 1. 9 0-2. 0 0 ( 1 H, m) , 2. 98 
-3. 07 (1H, m) , 3. 35-3. 42 (2H, m) , 5. 80 (1H, 
s), 6. 92-6. 97 (1H, m), 6. 99 (1H, d, J = 8. 2Hz 
), 7. 18 (1H, d, J = 10. 2Hz) , 7. 36 ( 1 H, dd, J = 8 
10 . 2, 10. 2Hz), 7. 48-7. 55 ( 2 H, m) , 8. 12-8. 20 
(1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M+H] + 

mmm 1 1 1 
15 ik&mn o 9 6 omit 

y77fl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3 -C 1 -4-C 1 -Ph ; n = 2) 
X HNMR (CDC1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

9 (3H, d, J = 6. 6Hz) , 1. 7 7- 1. 8 4 ( 1 H, m) , 3. 04 
20 (1H, dd, J = ll. 8, 14. 6Hz), 3. 46 ( 1 H, dd, J = 2 

. 3, 14. 6Hz), 3. 45-3. 52 (1H, m), 5. 9 4 ( 1 H, s 

), 6. 69-6. 73 (1H, m), 7. 22 (1H, dd, J = l. 9, 8 

. 3 Hz) , 7. 3 9-7. 4 4 (2H, m) , 7. 4 8 ( 1 H, d, J = 8 . 

3Hz) , 7. 56 (1H, d, J = l. 9Hz), 8. 14-8. 18 (1H 
25 , m) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
VTZf-UitV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3 -C 1 -4-C 1 -Ph ; n = 2) 
: HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
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1 (3H, d, J = 6. 8Hz) , 1. 8 7 - 1. 9 8 (1H, m) , 3. 02 
(1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 38 ( 1 H, dd, 
J = 8. 9, 14. 4Hz) , 3. 43 ( 1 H, dd, J = 3. 6, 14. 4H 
z), 5. 83 (1H, s) , 6. 93-6. 97 ( 1 H, m) , 7. 08 (1 
5 H, dd, J = l. 9, 8. 3Hz) , 7. 42 ( 1 H, d, J = 8. 3Hz) 
, 7. 48 (1H, d, J = l. 9Hz) , 7. 5 0-7. 5 6 (2H, m) , 
8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 



io m-mm 1 1 2 

ik&tom 1100 <dw& 

y7XT^-?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 

; R 5 :3-Me, 4-MeO-Ph ; n=2) 
! HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
15 8 (3H, d, J = 6. 8Hz), 1. 75-1. 85 (1H, m), 2. 24 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 50 (1H, ddd, 2. 

2, 4. 8, 11. 4Hz) , 3. 86 (3H, s) , 5. 75 (1H, s) , 

6. 7 5-6. 7 8 (1H, m) , 6. 86 (1H, d, J = 8. 4Hz) , 7 
20 . 14 (1H, d, J = 2. 0Hz) , 7. 19 (1H, dd, J = 2. 0, 8 

. 4Hz), 7. 35-7. 38 (2H, m), 8. 11-8. 14 (1H, m 

) 

FAB-MS (m/e) : 3 6 0 [M+H] + 
^7Xrl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
25 ; R 5 :3-Me, 4 -Me O-P h ; n= 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 5 (1H, m) , 2. 21 
(3H, s), 2. 92-3. 01 (1H, m), 3. 40-3. 55 (2H, 
m) , 3. 84 (3H, s) , 5. 76 (1H, s) , 6. 82 (1H, d, J 
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= 8. 3Hz) , 6. 9 2-6. 9 6 (1H, m) , 7. 08 (1H, dd, J 
= 2. 3, 8. 3Hz), 7. 12 (1H, d, J = 2. 3Hz), 7. 44- 

7. 47 (2H, m) , 8. 12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

5 

mmm 1 1 3 

IkGtoM 1103 cpgjfi 

J?7XfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-MeO-4-MeO-Ph;n = 2) 
10 X HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz), 1. 72-1. 87 ( 1 H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 

. 0, 14. 3Hz) , 3. 52 ( 1 H, ddd, J = 2, 0, 5. 0, 11. 

4Hz), 3. 86 (3H, s), 3. 93 (3H, s) , 5. 80 (1H, s 
15 ), 6. 75-6. 80 (1H, m), 6. 89 (1H, d, J = l. 7Hz) 

, 6. 93 (1H, d, J = 8. 3Hz) , 7. 00 (1H, dd, J = l. 7 

, 8. 3Hz), 7. 38-7. 43 (2H, m), 8. 13-8. 16 (1H 

, m) 

FAB-MS (m/e) : 3 7 6 [M+H] + 
20 mfl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-MeO-4-MeO-Ph;n = 2) 

*HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 9 2- 2. 0 7 (1H, m) , 2. 9 8 
(1H, ddd, J = 3. 5, 5. 7, 9. 2Hz) , 3. 45 (1H, dd, 
25 J = 9. 2, 14. 4Hz) , 3. 51 (1H, dd, J = 3. 5, 14. 4H 
z) , 3. 84 (3H, s) , 3. 90 (3H, s) , 5. 80 (1H, s) , 
6. 83 (1H, dd, J = l. 7, 8. 4Hz) , 6. 87 ( 1 H, d, J = 

8. 4Hz) , 6. 92 (1H, d, J = l. 7Hz) , 6. 9 3-6. 9 7 ( 
1H, m) , 7. 44-7. 51 (2H, m) , 8. 13-8. 17 Qh, m 
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) 

FAB-MS (m/e) : 3 7 6 [M + H] + 



mmm 1 1 4 

5 jb^lMi 1 0 4<ogjS 

'TOfl/t^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3, 4-Me thy 1 ened i oxy 1-Ph ; n = 2) 

'HNMR (CDC 1 3 ) <5:0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 3- 1. 8 8 (1H, m) , 3. 05 
10 (1H, dd, J = ll. 4, 14. 3Hz), 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 46-3. 53 (1H, m) , 5. 79 (1H, s 
) , 6. 00 (2H, s), 6. 78-6. 83 (1H, m) , 6. 84-6. 
90 ( 3 H, m) , 7. 37-7. 41 ( 2 H, m) , 8. 11-8. 15 (1 
H, m) 

15 FAB-MS (m/e) : 3 6 0 [M + H] + 

^7Xfl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3, 4-Me thy 1 ened i oxy 1 -Ph ; n = 2) 

X HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 98 

20 (1H, ddd, J = 3. 5, 5. 7, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 1Hz) , 3. 48. (1H, dd, J = 3. 5, 14. 1H 
z) , 5. 77 (1H, s) , 5. 99 (2H, s) , 6. 75 (1H, dd, 
J = l. 5, 8. 0Hz) , 6. 8 0 (1H, d, J = 8. GHz) , 6. 8 7 
(1H, d, J = l. 5Hz) , 6. 95-6. 99 ( 1 H, m) , 7. 46- 

25 7 . 5 1 ( 2 H, m) , 8 . 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M + H] + 



mmm 115 
tt&mw 1105 (dmj& 
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mfUf?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4 -E t h y 1 e n e d i o x y 1 -P h ; n = 2) 
*HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9 Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz), 1. 70-1. 85 (1H, m) , 3. 05 
5 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2, 2, 4. 8, 11. 
5Hz) , 4. 30 (4H, s) , 5. 76 (1H, s) , 6. 78-6. 83 
(1H, m) , 6. 83 (1H, dd, J = l. 9, 8. 3Hz) , 7. 35- 
7. 42 ( 2 H, m) , 8. 11-8. 15 ( 1 H, m) 
10 FAB-MS (m/e) : 3 7 4 [M + H] + 

mfl/t^-b (Ar : Ph ;R X :H;R 2 :H;R 3 : i-Pr ;R 4 :H 
;R 5 :3, 4-E t hy 1 ened i oxy 1 -Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (1H, m), 2. 97 
15 (1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 42 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 48 ( 1 H, dd, J = 3. 5, 14. 3H 
z) , 4. 27 (4H, s) , 5. 73 (1H, s) , 6. 77 ( 1 H, dd, 
J = l. 9, 8. 6Hz) , 6. 85 (1H, d, J = 8. 6Hz), 6. 87 
(1H, d, J = l. 9Hz), 7. 42-7. 51 (2H, m), 8. 11- 
20 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 7 4 [M+H] + 

$mmi 1 6 

jtjtMll 1 1 1<0W& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
25 :H; R 5 : 3-F, 4-MeO-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 00 ( 1 H, m) , 2. 98 
-3. 04 (1H, m) , 3. 3 5-3. 5 0 (2H, m) , 3. 90 (3H, 
s), 5. 79 (1H, s), 6. 92-6. 97 (2H, m), 7. 15 (1 
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H, dd, J = l. 3> 11. 6Hz), 7. 48-7. 51 (2H, m), 8 
. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 3 6 4 [M + H] + 



5 mmm 1 1 i 

it%mmi 1 5 8(D^jg (3— rV7 0 Db 0 ;i/-7- - hP-5-7x~;i/2, 3 
, 4, 5, -7h7l:FP-ltf-lA { , 4 -^>V^7if bf >- 1 , 1-$; 
»>) 

2 _7*pqe-5-^hD-^m#^l 0. Og (4 0. 6 mm o 1 ) \ZM\&- 
10 *n;P6. 0ml$M> 1 2 0 < C-e3Npr«iiil^L'fc^ K«»tt&«ET 

lOWBLfc. 3Mte7xy-;p&3 0. omijp^, S^xlft^^^Ae 

. 48g (4 8. 7mmo 1) Sin*, 1 6 0*CT 5B#TOI^m#Ufc: 0 1^0^ 

15 «BETfcW8U #^nfcffiy'J^^7A^D7h^77 

^- (A+t>:itl5 : ;HXTJV=4 : 1) fc«fcD*$»U (2-^D^&- 
5-rhD7xXJ0 (7xZJW *^/>8. 3g OK*: 6 1%) 

'HNMR (CDC1 3 ) 6:3. 90 (3H, s), 6. 97 (2H, d, J 
20 =9. 0Hz) , 7. 77 (2H, d, J = 9. 0Hz) , 7. 85 (2H, d 
, J = 9. 5Hz), 8. 16-8. 20 ( 2 H, m) 
FAB-MS (m/e) : 3 3 6/3 3 8 [M + H] + 

2. 60g (7. 73mmol) O^fMMT^Fil (30ml) fc, 
25 t-^P N- {2-^^-1- (XJlyr-Jl^lV) -?U\Z)V) %)Vrt 
*-h3. 0 g (11. 4mmo 1) i«*U»>A2. 09g (15. lmmo 
1) Sim*., 1 2 0 < CT2P#F B lM»bfeo fi&fa^7>*x£A7K»?££8S 
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&. 3»tC4Ni[^**l, 4-^W>j»tt (10. 0ml) Sin&MT? 
-WU a*g«*«BETfc«»Ufc. a*fc2. 6-;i/^> (2 0. 0 
ml) ZjMXs mm (10. 0ml) SSSJPbfc. Sfcbn&7&, 2Ml^/£3P# 

DVh^?^- (A^>:i^x^HXf^=4: 1) fc£»3«f3SU 3 

--rv7°ae;i/-7-xhP-5-7x-;i/-2, 3 -vt hp - 1, 4-^> 

y^Tiffc!> 1. 6 5g OR*: 6 0%) £&j^ffltt4&£bTf*&. 

10 'HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 6. 7Hz), 1. 0 
5 (3H, d, J = 6. 6Hz) , 1. 95-2. 10 (1H, m) , 2. 89 
-2. 99 (1H, m) , 3. 42 (1H, dd, J = ll. 2, 12. 0Hz 
) , 3. 62 (1H, dd, J = 3. 7, 11. 2Hz) , 3. 84 (3H, s 
) , 6. 90 (2H, d, J = 8. 9Hz) , 7. 52 (2H, d, J = 8. 9 

15 Hz), 7. 76 (1H, d, J = 8. 3Hz), 7. 99 (1H, d, J = 2 
. 6Hz) , 8. 19 (1H, dd, J = 2. 6, 8. 3Hz) 
FAB-MS (m/e) : 3 5 7 [M + H] + 

X82T»&nfc3— TV7 p Dt!;i/-7-r:hD-5-7x^;P-2, 3->? 
th'D-1, 4-^>V*^Tiftf> 1. 5 8g (4. 4 3mmol) 
20 kFD77>itl0mH:h'J7MD^i (3. 0ml) M^M, 30 
KffiBMfc*** (1. 0ml) £#90t:©ffi&T?SsiPU&. ^»7^> 

taaiT-w»L, 1 0 x^*a«H- b u matm*** mj * 

25 tit (10. 0ml) Sim*., IM*2 8 8mg^0tOS^T^»L 
*7A^D7h^77^~ (A^>:^XfmfJNl : 1) KckOfit 
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SHU 3 -'f 77"Dtf;i/-7 -~ha - 5 - 7x~;i,2, 3, 4, 5, -fh7 
h Fn— 1 H~ 1 A 6 , 4-^>7Wiztf>- 1, l-^>CDi?7Xf^ 
T-a (4 0 8mg) £cktfb (5 3 0mg) £&^<D«£/»£ bT#fc 

o 

5 ^7Xfl/t7-a 

X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 70-1. 81 (1H, m) , 3. 01 
(1H, dd, J = ll. 4, 14. 0Hz) , 3. 37 ( 1 H, dd, J = 2 
. 3, 14. OHz) , 3. 44 ( 1 H, ddd, J = 2. 2, 5. 0, 11. 
10 4Hz), 3. 85 (3H, s) , 5. 71 (1H, s), 5. 88 (1H, d 
, J = 2. 3Hz), 6. 51 (1H, dd, J = 2. 3, 8. 4Hz), 6. 
94 (2H, d, J = 8. 6Hz) , 7. 31 ( 1 H, d, J = 8. 6Hz) , 
7.8 8 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 361 [M+H] + 
15 ^7Xrl/t-?-b 

X HNMR (CDC 1 8 ) (5:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 5- 1. 9 9 (1H, m) , 2. 90 
-3. 00 ( 1 H, m) , 3. 30-3. 40 ( 2 H, m) , 3. 8 2 (3H, 
s) , 5. 73 (1H, s) , 6. 08 (1H, d, 1 = 2. 4Hz) , 6. 6 
20 1 (1H, dd, J = 2. 4, 8. 5Hz) , 6. 90 (2H, d, J = 8. 6 
Hz) , 7. 26 (1H, d, J = 8. 6Hz) , 7. 89 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 36 1 [M+H] + 

25 

mmm us 
jbtM 1157 (omm 

^TXrl/^-a (Ar : 7-N02-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr;R 4 :H; R s : 4-MeO-Ph ; n = 0) 
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*HNMR (CDClg) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
6 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 8 ( 1 H, m) , 2. 49 
(1H, dd, J = 10. 3, 13. 9Hz) , 2. 98 ( 1 H, dd, J = 2 
. 2, 13. 9Hz), 3. 06 (1H, m) , 3. 86 (3H, s), 5. 4 
5 8 (1H, s) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 33 (2H, d 
, J = 8. 8Hz) , 7. 49 (1H, d, 3 = 2. 5Hz) , 7. 75 (1H 
, d, J = 8. 4Hz) , 7. 92 ( 1 H, dd, J = 2. 5, 8. 4Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 
y7XfUt7-b (Ar:7-N02-Ph;R 1 :H;R 2 :H;R 3 : i - 
10 Pr;R 4 :H; R 5 : 4 —Me O-Ph ; n = 0) 

J HNMR (CDClg) 6:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 90-2. 10 (1H, m), 2. 75 
-2. 85 (1H, m), 2. 90-3. 05 (2H, m) , 3. 84 (3H, 
s) , 5. 64 (1H, s) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 2 
15 5 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d, J = 8. 5Hz) , 7 
. 63 (1H, d, J = 2. 3Hz) , 7. 93 (1H, dd, J = 2. 3, 8 
. 5Hz) 

FAB-MS (m/e) :3 5 9 [M+H] + 

20 mmm 1 1 9 

fc&mw 1159 oim 

S?77fUt7-a (Ar : 7-N3-Ph ; R 1 : H ; R 2 :H ; R 3 : i-P 
r ; R 4 : H ; R 5 : 4 -Me O-P h ; n = 2) 
X HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
25 6 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 2 (1H, m) , 3. 05 
(1H, dd, J = ll. 8, 14. 0Hz) , 3. 41 (lH,,dd, J = 2 
. 0, 14. 0Hz) , 3. 48 (1H, ddd, J = 2. 0, 5. 0, 11. 
8Hz) , 3. 85 (3H, s) , 5. 73 (1H, s) , 6. 31 ( 1 H, d 
, J = 2. 4Hz) , 6. 96 (2H, d, J = 8. 5Hz) , 7. 03 (2H 
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, dd, J = 2. 4, 8. 4Hz) , 7. 29 (2H, d, J = 8. 5Hz) , 
8. 12 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) :3 8 4 [M+H] + 
y7Xfl/t-?-b (Ar ^-NS-PhiR^HjR^HjR 3 : i-P 
5 r;R 4 :H; R 5 : 4-MeO-Ph ; n = 2) 

'HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 90-2. 05 ( 1 H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m) , 3. 82 (3H, 
s) , 5. 76 (1H, s) , 6. 54 (1H, d, J = 2. 2Hz) , 6. 9 
10 2 (2H, d, J = 8. 6Hz) , 7. 09 ( 1 H, dd, J = 2. 2, 8. 5 
Hz), 7. 23 (2H, d, J = 8. 6Hz), 8. 13 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 3 8 7 [M+H] + 

15 ^mm 12 0 

ik&MMl 1 6 4(DmiB. (At : 7-MeO-Ph ; R 1 : H ; R 2 : H ; R 3 : 
i-Pr;R 4 :H; R s : Ph ; n = 0) 

'HNMR (CDC 1 3 ) <5 : 0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz), 1. 55-1. 75 (1H, m), 2. 38 
'20 (1H, dd, J = 10. 8, 13. 8Hz) , 2. 84 (1H, dd, 3 = 2 
. 1, 13. 8Hz), 3. 00-3. 08 ( 1 H, m) , 3. 58 (3H, s 
) , 5. 66 (1H, s) , 6. 14 (1H, d, J = 2. 7Hz) , 6. 62 
(1H, dd, J = 2. 7, 8. 3Hz) , 7. 2 5-7. 4 5 (5H, m) , 
7. 56 (1H, d, J = 8. 3Hz) 
25 FAB-MS (m/e) : 3 1 4 [M + H] + 

mmm 1 2 1 
tt&mm 1279 (pmm 

i?77fVt7-a (Ar:3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
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: i-Pr ;R 4 :H; R 5 : P h ; n = 0) 

X HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 6 7- 1. 8 0 (1H, m) , 2. 46 
(1H, dd, J = 10. 5, 14. 1Hz) , 2. 98 ( 1 H, dd, J = 2 
5 . 1, 14. 1Hz) , 3. 10 (1H, ddd, J = l. 9, 4. 9, 10. 
5Hz) , 5. 54 (1H, s) , 6. 64 (1H, d, J = 6. OHz) , 7 
. 35-7. 46 (5H, m) , 8. 21 (1H, d, J = 6. OHz), 8. 
7 8 (1H, s) 

FAB-MS (m/e) : 2 8 5 [M+H] + 
10 ^7XfVt7-b (Ar :3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ; n = 0) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 6Hz) , 2. 00-2. 12 (1H, m) , 2. 75 
-2. 85 (1H, m) , 2. 95-3. 00 (2H, m), 5. 64 (1H, 

15 s) , 6. 80 (1H, d, J = 5. 9Hz) , 7. 2 8-7. 4 3 (5H, m 
) , 8. 23 (1H, d, J = 5. 9Hz) , 8. 66 (1H, s) 
FAB-MS (m/e) : 2 8 5 [M+H] + 

$mw 122 
20 jt&m i28i (pum. 

mfVt^-a (Ar : 3, 4-Py r idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : 4 - P h CH 2 O- P h ; n = 0) 
l HNMR (CDC 1 3 ) 5:0. 9 5 (3H, d, J = 6. 9Hz), 0. 9 

6 (3H, d, J = 6. 9Hz) , 1. 6 5- 1. 8 0 (1H, m) , 2. 45 
25 (1H, dd, J = 10. 4, 14. OHz) , 2. 94 ( 1 H, dd, J = 2 

. 0, 14. OHz) , 3. 10 (1H, ddd, J = 2. 0, 4. 9, 10. 
4Hz) , 5. 10 (2H, s) , 5. 46 (1H, s) , 6. 69 ( 1 H, d 
, J = 5. 9Hz) , 7. 04 (1H, d, J = 8. 7Hz) , 7. 29-7. 
47 (5H, m), 7. 28 (1H, d, J = 8. 7 Hz) , 8. 22 (1H, 
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d, J = 5. 9Hz) , 8. 7 6 (1H, s) 

FAB-MS (m/e) : 39 1 [M + H] + 
^T^xi/^T-b (Ar:3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : 4 - P h CH 2 O- P h ; n = 0 ) 
5 X HNMR (CDC 1 8 ) <5:0. 95 (3H, d, J = 5. 7 Hz) , 0. 9 

5 (3H, d, J = 5. 7 Hz) , 1. 98-2. 10 (1H, m) , 2. 71 
-2. 82 (1H, m) , 2. 9 5-3. 0 0 (2H, m) , 5. 08 (2H, 
s) , 5. 58 (1H, s) , 6. 82 (1H, d, J = 5. 8Hz) , 7. 0 
0 (2H, d, J = 8. 7Hz) , 7. 10 (2H, d, J = 8. 7Hz) , 7 

10 . 2 5-7. 4 3 (5H, m) , 8. 23 (1H, d, J = 5. 8Hz) , 8. 

6 5 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M + H] + 

mmm 1 2 3 

15 jt&MM 1288 <pmm 

^7Xfl/tT-a (Ar:2, 3-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ; n=0) 
X HNMR (CDC 1 3 ) <5 : 0. 97 (3H, d, J = 6. 4Hz) , 0. 9 

7 (3H, d, J = 6. 4Hz) , 1. 7 0- 1. 8 0 (1H, m) , 2. 64 
20 (1H, dd, J = 9. 8, 14. 1Hz), 3. 01 (1H, dd, J = 2. 

1, 14. 1Hz) , 3. 02-3. 12 (1H, m) , 5. 44 (1H, s) 
, 6. 85 (1H, dd, J = 2. 0, 7. 9Hz) , 6. 95 (1H, dd, 
J = 4. 8, 7. 9 Hz) , 7. 3 0-7. 4 3 (5H, m) , 8. 2 9 (1H 
, dd, J = 2. 0, 4. 8Hz) 
25 FAB-MS (m/e) : 2 8 5 [M+H] + 

5?77TWt7-b (Ar : 2, 3-Pyr idyl ; R l : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 :Ph;n=0) 

L HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 2 Hz) , 0. 9 
6 (3H, d, J = 6. 6Hz), 1. 86-2. 01 (1H, m), 2. 80 



1 
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-2. 90 (1H, m) , 3. 05-3. 11 (2H, m) , 5. 56 (1H, 
s) , 6. 92-6. 96 (2H, m) , 7. 28-7. 42 (5H, m), 8 
. 28-8. 30 (1H, m) 
FAB-MS (m/e) : 2 8 5 [M + H] + 

5 

H»J 1 2 4 

ik&Mn 2 9 UPmk (Ar : 5, 6-Py r i dy 1 ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n=0) 

X HNMR (CDC1 3 ) <5 : 0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 7Hz), 1. 65-1. 80 (1H, m), 2. 48 
(1H, dd, J = 10. 8, 14. 1Hz) , 2. 9 5-3. 0 5 (2H, m 
) , 5. 68 (1H, s) , 7. 02 (1H, dd, J = 4. 7, 7. 6Hz) 
, 7. 27-7. 46 (5H, m) , 7. 88 (1H, dd, J = l. 7, 7. 
7Hz) , 8. 32 (1H, dd, J = l. 7, 4. 8Hz) 
15 FAB-MS (m/e) : 2 8 5 [M+H] + 

mmm 

20 mutmi 

it^mm 1116 <Dtt&m 4 5 w) 
m9m<kvtf*isv& 1 5 

n» 7 5 

25 # ywrnrnzxtix* ttjm t u&. 



ft£«J 1116 ©ft^ 4 5 M) 

mm 15 
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%m 1 6 

*§m£fe;H3-x 2 1 

MWK 3 0 

5 *n-KM&h1t&. ##ig&LT«*IU ^TftafgiJbT 1 4 1 ~ 1 7 7 urn 

m&ftm 3 

m^«2 tra^o^TiBBaBift^^m commit 6U\zmlxxt- 

£ H ± <0 f 'J ffl ol fig ft 



WO 02/053548 



PCT/JP01/11267 
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(5t*, R^ztR^m-xtmfc^x. *.mm*. c 1 -c 3 7;Mn«> 
5 R 3 \**mm^ Ci-CflT;^;^ (fib, n-y^pgfcmo » 

nhnS, AD^>j|f, kh*n^>S, #;i^;KT5/ 

10 »«©«^«U<tt^<WlCOCa-C B »J«iJ)ai, N-77^ 

N-77;i/^;^;w\^-r;^ 7U-;P»> n-7U-;kt 
s^ak n, N-z?7V-)vr$ym, 7U-;i/^5>s> 7U-;i/x;^-;i/ 
X, 7U-;px;p*-;^*^s, n-7U-;px;i^;k^/^ n-7U 
is -;i/x;i/^-;v7 $ j c x - c 6 7)V*)W $ / n - 7 u -;vx;^n;i/7 ^ 
j c 1 - c ! o rfr^vftfrrt^ n - 7 u -flo*;M*-^7 ^yCj-Cj 
7;v^^^;i/#-^s, 7'J-^jv77 ; e^;h, 7U-;i/x^7T ; E-r;p 
rfr^g, 7U-;i/x;P7/- : e-r;i/C 1 -c 1 o7;^;i/^;w\* ; E-r;^ 7U- 
)VX)V? 7 )VC x - c 6 7;i/n ^->^;^-;u^ n - 7 u -;w*;wt^< ;i/ 

20 S> 7P-fJVS, 7D^~>g, N-7D^;H, N- ( N-7D-<JI/7$y) C 

,-c, o 7)^M)vn^-( jiMs N-7D-r;i'75/c 1 -c 6 7;ph * ->#;u 
c 2 -c 6 7;^y-r;i/^> c 2 -c 6 7;i/^y-r;p^^> n-c 2 
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-c 6 r;v#/-f;i/7$/g, n, N-^-c 2 -c 6 7;w*/-r^r^y^ n 

-C 1 -C e 7;M i ;V7$y*, N, N-S>-C 1 -C e 7;M t ;i'75y£, N~C 
l -C 10 7;WU;&;WW;i'*, N, N-v- Ci-CjoT^^JWt^-f 

;i^> N-c a -c.7;p^;v*;w^>f;Hi, n, n-v-c 2 -c 6 t;1/^ 
5 N-7$yc 1 -c 10 7;^;w*;w^>r;i^i, n-c^c 

6 7;vn * ^> c j - c j o 7;i/^;i/* ;wt*-r n - c x - c 6 7;vn 

n;i/C j - c ! o 7;1'4 i ;p*;p;^ ; e^ n - c 4 - c 6 7)Vu*i/%)ii$~)i7 

5 7 C 1 - C j o 7)V^M)W^ )m. N - C j - C 6 7;k3 * i/%)l>tf~)V7 

5/c 1 -c 6 7;i'3^v^;i/^r;i/^ c.-c.yjv^A^m, n-Cx-c. 
io 7^x^77^^ n, N-> ? -c 1 -c 6 7;^;i/7,;i/77^^> 
c 1 -c 6 7;wi/x;U7>f-;^ c r c 6 7i^HM^H, c^Cj 
7;V3^r^ c 1 -c 6 7;V3*^#;i/#~;i'g> 7^y c 1 -c 6 7;vn^^ 
n-c s -c 6 ^d7;^;P7$;S, n, n-^-c 3 -c 6 

is!7ti7Jl*)l7$y^ C 3 -C 6 ^D7^;m'>S, N-C 3 -C 6 i/ 

15 ^□7;v+;v^;wt ; E-r;i/S, n, N-^-c 3 -c 6 ->^o7;^;^;wt : e-r 

jS^ b < te^&ilCD&fn^ b < \&Fm\<D C ! - C , JftftftS. C ! - C 6 7)VU 

20 c 1 -c 6 7;p+;^^ N-c r c 6 7W7$ys, n-c x - 

c 6 7)\>*c)V% )vn^ n - c j - c 6 7)v*r)]&*%)W t^f e> & 

7 - C 1 5 raiSXii 5 m b < 6 Jtett* JR£8 b < fiSSWFf , 
25 T * 1 fcl* b 3 MtoteKftMS ( 5 X» 6 *©1£&3tg£|&< , ) , 

Artt, ?mm^ 7^h», 75 ys, *;w^>r;wi» #;wt^;i/75 
yg, v7yg, 7^77^^ 

-has, Ao^r>liR\ tHn+yl, *;i/^;i/75 
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)V*)VT$;m. N, N-z^7y)V^)VT^/m. 77^M+M, 7?)\> 

7=*/^ n, n-^tu-;1/7$/«, 7U-;i/*^^s, 7U-;!/tjMn- 
7U-;i/x;p*~;i/:t*:^ N-7U-;px;i/fc;i/T$y^ n-t 
5 u -^tjv*-;^ 5;c r c ,7) v*)\>7 N-7U -;i/x;i/*-;P7 
^ y c j - c j o 7 ;v3fc> n - 7 y -;v7.;^n;i/7 syCj-c 

6 7;wn^^;i/^-;i/^ ju-^^t^;^ T'J-K^t^ 
7U-;px;P77 ; e-r^c 1 -c 1 o7;i/^;^;i/A ; E-r;vs, 7U 
-;i/x;V7 t ^-r ;w c x - c 6 r^n+so^ws-;^ n - 7 u -;p*;w/xt^r 

10 7U<JVK> 7D^<>S, N-7n<M, N— ( N-7n-r;i/7^7) 

c x - c j o 7)V*M )vn^ )vm, n - 7 a -f ;i/7 =• J c x - c 6 7;io * 

c 2 -c 6 7;^y-r c 2 -c 6 7;^/-r;v^v^ n-c 
2 -c 6 7;v*y-r;P7^/^ n, N-> ? -c 2 -c 6 7;i/^/-r;P7^/m, 

N-C r C 6 7J^75;i, N, N-v-C 1 -C 6 7;i/^;V75/^ N- 

15 c 1 -c 10 7;i/+;^;w^-r;i/S, n, n-v- c 1 -c 10 7)V*)V*dw* : e 
-om, n-c 2 -c 6 7;^-m;ww;h, n, n-^-c 2 -c 6 7;ht 
-;i/*jw;^ ; e-r;«, n-7^;c 1 -c 1 0 7;^m jva^^t N-c a 
-c 6 7;i/n*>'C 1 -c 10 7)\?*M )vn^ n - c j - c 6 7;i/3 ^ 
;w^-;pc ! - c ! 0 r;i/*;p*;wtt-r;pai, n-c x - c 6 7;pri*^#;]^~ 

20 ;W75 J C x - C ^7)V^)VfJ)Vn^)V^ n - c t - c 6 7;u^^^;p^n 

;i/7^y c 1 -c 6 7;un4 i '>*;^^;i/^ c^-c^wi^*^ n-c x 

-C % 7)V^)V7,)V77^)^ N, N-i?-C 1 -C 6 7;WX^77 ; E^ 

jus, c 1 -c 6 7;wi/x;V7^n;i/^ c 1 -c 6 t;v+;^;1/*-^3£, c x 
-c 6 7;i/n^vS, c 1 -c 6 7;i/3^r^;i/#-;^ 75/c 1 -c 6 7JK3 
25 ^>#;M^;i/S* n-c 3 -c 6 ^d7W75;i, n, n-> j -c 3 - 

C 6 ^D7;^7$yS, C 3 -C 6 ^D7;Wt^^ N-C 3 -C 6 

i/^D7;^;i//j;w^'r;^ n, N-5>-c 8 -c a ^#D7;wfc&;wt ; E 
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mm% v < tt&ftjR® ttfrg v < feTfmmo c x - c 9 mm& c l - c 6 7;i^ 
c 1 -c 6 t;ww5 1 **, N-Ci-CeT^^y^y*. n-Cj- 
c 6 7;i/*;i/*;w^-< n - c x - c 6 rfr&vf-tiDW^ )V&& e> & 
5 m&Qmttn2>wmm&GLx^xh&\,*&km z %mm&, iu^L3mmc 
t - Cj B t iixii 5 1 u < « 6 loi^ii, gLKfogmm?, mm 

mi««W6WW:lll«n«»IM 1 WKSfc D 1 & V> L 5 « 
rr*2}S:^l,3lllttO«^**»WUI (fiU 5*b<B6ftCD**»* 

|&<„ ) , n«0-2©SI»^T. ] T*sn*fc^xtt*0R*±H : *3 
io nzi&o 

3. r 3 ^\ c z -c 6 7)v^)vm emu n-^)vm\mo x$>% 

15 {b£$io 

*5/;pat, ~hu^ Auy>g^ tHp^^s, m^oisw^b 

20 <u^mn(Dc 3 -cjmmm* r n-77)wv7$;&. 

u-;p*. N-7U-;P7$ys, 7U-;i/x;^-;^, 
7 u ^^^*^M*yS, n — 7 u -;i/x;i/^n;i/7 ^ y c a - c . 7;io* 

25 , 7 V-frX)^ 7^ )VC ! - C XQ 7 )Vn^ 7V-)VX)V7 

7 ; e-i'^c 1 -c 6 7;vn^>'*;v^n;vm> n-?^-^^^, 7n 
-r;i/g, 7p+->s, N-7n-r;^ c 2 -c 6 7;p#/^;i/^ c 2 -c 6 7;u 
*/<;v^->*, N-c 2 -c 6 7;i/^y-r;u7$y^ n, n-s;-c 2 -c 
6 7;i/*y-r;w7$ys, N-c 1 -c 6 7;v+;P7$y^ n-c 1 -c 10 7;^ 
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M)vn^-ovm. n, n-5>- Ci-c^T;!/^;^^^;!/^ n-c 2 
-CsT)W~)V*})\,rt^)V^ n, N->?-c 2 -c 6 7;i/^r:;^;i/A ,; E-r 

c ! - c ! o 7; wi/#;w\^ n - c x - c 6 7;un * v# )\,$ - ;uc t - c 
5 l0 7;^;i/*;w\*t-r;i/S, c 1 -c 6 7;^;^;u7w-;vs, c 1 -c 6 7;i/3 
c 1 -c 6 7;vn*^;^-;i/», t$;c,-c 6 7jv3^m 
N-c 8 -c 6 ^^D7;WP7$yai, Cj-c.^oyKM* 

i/y;«, tfDUM> ?y;i/«, 7£U^-;i^ -fv*/y;p 

*)V/v/V)vm, *^/y~;iA ^/^ij-jn, */y;wg> * 
*>V7 7-)vm* yx>m7i-M, v>/u^;^, ?tt7f-jp 

& 1r7^)i?~)),m, 7it^JH> 7itW-JH, "*>!/-f 5^!/ 

20 u;pak ^>v^^/u;^ ^>v^7yy;i/^ ^>\7hU7\/'j;ug, 

^>77 7-M, ^kHD^>y77-M, ^fl/>m'>7x-;HT- 
ft IK l^b3!WtOC T -C 1B Jft*»Wa^ 7-fe^7^^-;i/S, 7^ 
7>*y;Hk Of^, 7xt->X'JJHT^D, 53gb< 

»6ji©*«jiy63&«, -< y^u-v/u;p«, -f v^ri/yjwfc 

25 , ***ih/y;i/ak ^7!/U;^ 5 L 7v ? 7\/U;i/^ ^x-;^, hU77U 

m ifu^;«, tr^-;^, t!U5^;ws, tru^-;^ M!/y 
K^sfe**.!: oawrns«*fi-?* in*s&o 1 &v>b s^^rr* 1 &v> 

b 3 atttaflttftrMg <5Xtt6Jt©«*«t**HK. ) 7^us?=;« 
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*y*u-U-;vS, */yjp*, ^dt-m, -fv^D"?z;H, 7n*-ji/ 

& 7xt>^'jy-jn, 7it>xau^n, >^>v*77-;ia ^ 

5 >W7x"M, ?tt7f^I, +yw-j\&. 7xty-JH> 7 
xt^fy-JH> 7x;?7^-M> 7^7y-M« yf'J^S, 7° 

u-M, ^>y*-r$^/u;ps, ^>v**wv)vm, ^yy^rvvim 
, ^>v*hU7v*u;i^ ^>y77-;ps, ^tHn^>y77-M^i< 

t^fl/>m^7x^ST^§f^ 1 IClB*©^^. 
10 6. Ar»T, &*3f#Sta#*, 7x-M, ^7^;i/gT& 0 

yT7S, -hP^ Aay>& tHn^yS, 9gtf£>t§*n^ 

txte^g§fn©c 3 -c 9 jiifj^s, 7?)i*)ms N-7^;v^;i/7$y^ 7 
15 7MM+yS, 77;^;p*;i/3i?n;i/S, N-77;i/*;i/#;w\* ; E-f;i^ 
7U-;i/^, N-7U-;i/7^/»> 7U-;^+->s» ru-;^;v*-;m 
, 7U-mj^m^'>i, N-7U-;Px;i/^-;P7^y c a -c 6 7;i/3 
^v^M^n;^ 7U-;Px;P7 7 ; e-r;^ TU-^x^yHM^y 
& 7U-;Px;P7r ; e-r;vc 1 -c 10 7;^;^;i/n ; e'r;^> 7U-;pt>;p 

20 77 ; E-r;PC 1 -C 6 7;P3^^;i/^-;i/^ 7 

p-r;pg, 7n+*>«, n-7o-t;ps> c 2 -c 6 7;^y-r;i/S, c 2 -c 6 
7;u*y-r;i/^^ N-c 2 -c 6 7;i/#y-f;i/7^yg, n, n-^-c 2 

7;w^;w\^-r;i/^, n, n-v- c 1 -c 10 7;i/^;^;i/A ; e-r;i/S, n 
25 - c 2 - c 6 7)V^r-M)vn^ n, N-^-c 2 -c 6 7;^-;i/*;w\* 
€-r;i/S, N-7$/c 1 -c 10 7;i/^;^;wt^-r;pg, N-c 1 -c 6 7^n 
c ! - c x 0 7; wu*;wtt>r ;i^> n - c l - c 6 7;io *;y#;i/tf - )vc , 
-c 1(i 7)^)Vf})vn^)vm. c 1 -c 6 7;^;i/^;i/7w , -;u*, c x -c 6 
7;m*^ak c 1 -c 6 7;i/n+^;i/^n;^ 7^y c 1 -c 6 7;m4 i v 
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# n - c 3 - c 6 p 7)V*)V? c 3 - c 6 p 7;i^ 
N-c 3 -c 6 v^P7;w^;w\^-r;i/^ -f^^/'JyrjH 

)V& tf^v-;ug, tf^u^-;i/*, t?py>?-;i^ tfPU-;^> 
5 *y/g> ^v**ijvy;i/ak -rv^Tyj;^ <ts?W)V& 

, t?^/y;i^ t!DU;n, tf^-;i/g, 7U;wat, 7^'Jv 5 -;^ <73r 
io ->7x-M, #;wwy;vg, *7-yur;n, ^;#>j-jH, *yy;i/ 

T-)im, °ry?-vi?~)im, 7x.±z?~)vm, ^>v-i 
^/u;i/g, ^>v**v/V)m. ^>y^7\/u;ps, ^>yhU7yu 
15 )m, ^y/y^^)vm. ^fcHp^> % /7^^;i/^ ^fw>wy7x- 

, 7^T>^;i/», 7>xy;i^ -r>x-;i^> 7x7">xy;i^T&i9, 5 

y;«, a-*t*vy;i/S, ^7i/u;p«, ryvrvvML* 
20 K75?-;vi, if y a try^-;^ tf^yy;^ tra 

urn hf7-;i^ 7y;^T^o> a*®?, KfcK^RimMFP^&fc 
m& x> m&nzmmm?* 1 sums & d 1 u 5 awts 1 1 3 m&cD 

-rv^yy;i/^ <v-r>HUM, -f>^/y;«, -f>K»j;^ ^>hu 
25 -7-;i^ ifi/>^y7x-M, #;wwy;i/^ *7^-/y~;i^ * 

, 7x7-yXU^-JH, 7xt>^D'J^S, v ? ^>77^^;i/S, >^> 
W7x^S, ?tt7f^ 7^7^~;i,g, 7x7-»I, 7x 
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^>^$^/ujH, ^>v^***iJVU;vak ^>y^77u;i/^ 

^>l/HJ7\/U;V», ^>»/77-^ ^kFD^;7 7^S§l<» 
7. 0Xtt2T**ir*WlfcE«©fc*fc. 
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